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(54) is&mozm #v7*>T*}*mm{t 
(57) imm] (*iE*) 

#WHftJ6«r*ra-«SC (I) 



R-X- 



CH— A — Y — Q 0) 

— n' - [l- (i -t7f-/i/rt^u) txy^v- 



im&m i ] ( i ) 



R 1 — X— G-n'^" 



y/Wfi* 2, 3, 4, 6 — "T" h7-o-^y^-D- 
?$^;VT 5 y T^V^^^T 5 7 TA^A- 

^/s, t*affe7/w^r 5 y ^/i^-^ssrtc* 

/i/3^ri//i/S ; ^ny/r/l/^i ;7^/S; 7^=*r 
;V7 5 ;S ; ^ny^JH-=F. tKS^ 7;w^;vS, 7 W 
a^v/vSs /Npy/r/^/vS, 7^;/Mt/7^ 
/w7^yS^b4S*^e>a«tt5SSrlffl£JL±*UT 

7/i^3rvvwg, ^n^y 7A"^rA'g, 7^/M 

t^7/v#/u7 5 y Sd^e>*^»^e>atf jxsssr 1 ffl^ 

7/t^A'S, 7^3^V;vS, ^ny;7;^l, 7 
5 y SXt57/W^r/U7 5 J mt>*b ft S»j6>b»tfttS £ 
^rlfflJ^±WLTt><tVNv'^a7^= 3 r^S ; 

S ; 7;^^S ; 7;u=j^>>;vS ; /^ufSTs^si' 
S;7^1;7/V^7^S;^pyyl^ zk§£ 
7^^r^S. 7^3^rV;WS, Anyy7;W 
7^ySXt^7yv-^7^yS^6)ft^»^e>»tf 
*L*S*im±^LTfcJ:vvr y— ; ^n^yg 
■7-, 7K®?S, 7yV^r SUS. 7/V3^r^S, ^n^;7 

/u^/vs, 75 ;lM7^w^ y Sfl>*>fta«w> 
P>^tbSS^HB^_hWUTfcJ;vv7 7^^ryuS ; ^ 

py;7;u^s, 7;;iW7;^7>;;»^ 
fts»^e>a«nss* iffl£Ji±wurfcj:v^>^ d7 

/W3vi/g ; ^7/w^^e^^7^^/t-S ; ^baBtftLSSS: 

¥^£ic*-rS(R 2 te, tKWDK^ 7A^/wS£fcte 
7Ke?S^lC*-r5 0 ) 0 Yte, 7/^i/yI, 7/U*= 
u-vS*fc«7/w>!muvSSra*-r<5c — N R 

3 R 4 , -OR 5 tfcli-SR 5 !:S*t5(R 3 St;R 

&*JS£L-C\ TkiWSH^ 7/HrA-g, ^n7 
/W^r^S> o 7/u=^/^Etft7/v#yuS> 7^yu=^/W 



A — Y — Q (0 

^r^/ug ; AO^y 7/V^r^S ;7^/S; 7^^r/V7 
5 y S ; 7 5 y 7^^rywS ; v-7 y S ; # /w**>f /u 
£ ; T^/v^m ; AD^yS^ zkKS, 7/v^/u 
1, 7^3^^S, Any/7/^S, 7^;/S& 
t/7/u^/u7 5 yS^e>ft^»^e>3S«ix5S4r 1 fflSX 
±#LTtiV>7y-^S ; ^nyvjjR^, tKMS> 7 
/v^r/H, r/m^^s, ^oy;7;v^^S, 7 5 

yifttf7^;v7 ^ ysa>&fta»a>fe»tfjft£SSr 

7^^S> 7/u=i^riyyvS. /Nny/7;^^ 

T\ 7/u^s, 7^3^v/H, ap^t 

/v^A^S, 7^; ylM7;vW^I^?)4SS^ 

»7;^7^s ; 5&*e>ft^»^e>]8fi*xassr us 

K±tttfc«):v\ £7c. R 3 ^t/R 4 «l:^ot, 
R 3 Xt*R 4 as*S^ L"Cl x <5§s£^J!5-7- £ #K 3 *2» 6 7 * 

*icftot:«s:»«u, -NR 3 R 4 4*ati^^ 

7 y SiSi^7;^;H, > 

U rtbbJ^ ^ny^JS^- ; Tkmm ; 7/V3VWS ; 7 
; /^y/7/^;H ;7^yi; 7/^^r 
/U7 5 y 2 ; 7 5 y TV^A* ; V7 J S ; ^/W^^e-f 
/^S ; 7/L/^r^^-^-g ; ADyyK, tK^^, 7/W^r 
;uS, 7/L-^^-iy/^, /M2yy7/^;v£ 7^y^ 
RUT/iotc/ioTS. yS^&ft*W^5>»tfttSSSr lfil 
Sl±tLtt)J;^75-/H ; />nyyf ^ 7K®?S, 
7/y^r;Ug, r/v^^^i/g^ ^nyy7/^S, 7 
s ySStf7yi/^7 5 yS^P>ftSS¥^bStfn^S 
* 1 m£l±m Lt t ± V >7 ^yw^/wS ; py>W, 
7kg&^> 7^^/^S, 7;V3^y;i'S, Any;7/^ 
75 y 25^7/^7 5 yi^bftSB^&I 

7KS?S, 7/W^r/uS, 7/w^drV/uS, /Nnyy7 
/i^/i^g, 75 yMt;7/^/U7 5 /S^5)4S8^ 
^StfttSSS: HB£JLh#L-Cfc J:v^>^ P7/K/H1 



• # 



St«UB«r*U ff-et^/^V^ASiSttAMPA (2- 
7^7-3- (3-t Kn^ri/-5-^f;U-4-^y 

*tt»gfi»»l-C* 0 , WILSON, ^Kft^co^fll 
ft^ofe#©«»ft«IBOlW«tf*»0 "Cttft< , SB 
3 5*. 9 5 3-9 6 01 (1 9 9 1« ) 0 ^Ou* 5 

ft, ^-^>-y>'ftft^^ii^Lrv>s^#x^^T^ 

D, ^*5^*Oil«|ft*U*»6IBjBlS*««i-*» 
SIOW%365fiSAy|J:fift>iX-CV^ (&*mmb. Ger i 
atric Medicine, 3 6S, 735—74 

II (1 9 9 sm ) o MKdliliLi«l::*5»t6MIR 

WW#*ft-Clf*S (Oj*®*, Blg^rtfe, 10 3*. 5 
67-568 H> 1 9 9 9^) ) 0 S V^COg;^ 

#te> ttSftfWl^IStl, NMD A 

MDAftft: (AMPA (2-T^/-3- (3-tK 

p 5 - ^ 4 y *f */-^) 

tt) S##XW>f*-h*«#) . ^^aRhntTy 

5 0 AMPA^Wl, G 1 u R 1 3ft»feG 1 u R4C0 4 
iOt^asy h 4ftV^U5fliri^W/££;iX'0>5 0 - 
cop ibG 1 u R 2^^>^AaiS < ttSr*«>SEg : 7- - e*) 
«9> rcof-y^.^^ hSr^AMPAg»#tt*;i/i/!> 
Aai8tt«r**4i^i:36SW636^4ixfc (S. He i 
nemann et. a 1 . , Science, 2 5 
_3 , 1028-1031 (1 9 9 1) ) . — iStt^JH* 
jfccotg, ftBtrBTiESttOttSlHIMX^KJBI. lift 
#«^MW»^l»»U"CfirS, V^:b#aii»4#B*|lllIB 
JEtt, H«OI7««>Smiem*«OXAft«]Kft«r9l 



»:Mx-cv*a. dUiK«lcjB^S#8IUBX», NMD 

*^»£tf>Ji#«:2, 3 Hfiki© Iti^ 

jfcfe. H*E*, 11*, 1 9 7-2 0 31 (1 9 9 3 

) o WH ( J . Neurophysiol., 
74, 218-225 (1 9 9 5) ) H 7>1r*X%M 
mfrb&X^'f *St#*rJflVvC, iSSCAlffll&O^/P 

-<-CS<ft>9 > ^ OiSfi NMD A^^7 y ^ 

amp A^-r^v^icioTPK^-v^wiia^ 

£r ££rJLmbfc 0 ^co J STX-3fiAMPA^» 

^3:1 £:^£g£>;tx-Cl^ (M. Keller e t. a 
l.,Proc. Natl. Acad. Sci.U 
SA, 90, 6528-6532 (1993) ) 0 ^ 

fc, J&ik&CDy y M£*5l/>T. #NMDAlW^y 

^A-f^->'Siatt*:ft<i-G 1 uR2t/^y ho^l 
at#fBfcttTL, ^(om/vv">ASMAMP 
AS*#:dS*JPi-ari:36S«*Sn-CV^ (D. E. 
Pel legr ini— Giampietro et. 
a 1 . , Proc. Natul. Acad. Sc 
i. USA, 8 9, 1 0 4 9 9- 1 0 5 0 3 (1 9 9 

2) ) o Lfc#oT, mstv&mtonx*inm-r&i±#> 
% 0 t^t/rff), amp A&mmnmt&n&mf&m 

SftSfii^ ^tt ^Iffl Lt MK - 8 0 1, *-N 
MDASSfrWi: LTNBQXft£tfS«^$*L-C^ 

*attT?a>5. AMPASS*©4W*;^>!> 
ASiStt AM P AgSff <z>^*iB0rf 2) r fc Six 
tzi?B (JSTX-3) ^ ZCD&mtit^ 

mx^^^^^r^^^^^^^iy (nas) \* s m 
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Wfrm*ft<. -&fzNMD A%:?gmzhm%f common. 



Ut2] 



OH HO 




CONH, 



JSTX-3 




X%Z> 0 Wh, (I) 
[ft 3] 



R 1 — X— G-N^^ 



CH 



—A — Y — Q (0 



UA-g. 2, 3, 4, 6-7" hy-O-^y^-D- 

fc/V7^ yg N T^/V^r^^7/U^^^T^ / TA^r/V 

^ ffi*SB«ir^^T ^ y ^/w^^/H^I^ 
U rttfett, ^ny^If ; tKS£S ; 7;i/^^S ; T 
;l/3^i/;l/g ; /NP^y T/VSr/Ug ; T ^ y g ; T/V3r 
^7^/S;^nyyi^ tK^S, TVU^/uS, T 

TA^v-Ag. Auyy7y^5, 7^M 

±^Lxh^ry/^^m-,^^^m^ *g£g> 

£ ; 7/U^r/uS ; 7/U^dri/;uS ; /Nnyy TA=*rA 
S ; 7 ^/S ; 7;uW > y S ; ^ yg^ 
TA^Ag, TA^^rvvUg, ^ny/7yudr/U 

g, r ^ ysx^T/u^/uT^ys^e>*si¥^e>atf 



^ Tk^g, 7;^;>S, TA^^Ag, ^nyy7 
r ^ySM7;i/W ^ yi^5>45»d^ 
<b31tf*v3g£r lTOlttrt) JcvVT^A^A'g ; ^ 
o^ySf, 7kg£g. TA=^vg. TA^i/Ag. ✓> 
nyy7^^s, 7^ySM7;v^7-;ya^f) 
te%mfrbm&ti,z>m& 1 m±w Ltt<tv^n7 

lffl^JbWLTfc <fcv\, ^A^A-g^fcte^A- 

:7*^Ag&s*-r£o nf^ x o*fcttia>fc3£>aas 

u^S^^c^r/u^— u^S*Sc*i--5o qh, -nr 
4 js, «-^3*iiLr, *mm+, TA^A-g, v*ur 

/u^;vS, p7;u^^I^7/u^;vS, T^a^vu 
g, «»flt& ffiiSigtH&TA^Ag, 7;^=/uS, 

^OSll ^ny^JWT- ; *g£g ; 7yV^;>S ; TA=i 
^r^S ; ^oyy7;^S ;7^yl; TA^rAT 
S y S ; T ^ y 7/^^S ; i/T J £ ; # A/^-f A 
g ; TA^A^^g ; /Mayvjg^K tK^S. TA*a 
g N 7/i,3dr^/uS, ^D^y7;^yuS, T5:yg& 

^ta^at s y s^fe*si¥^batfttsssr i msi 

±tfCtJ:V^7!J-;uS ; ^nyygf, Tkggg, T 
A=*-Ag, TA^VAg, /Nny/7/V^S, T ^ 
yM^7/^/v7 * yfi^b*5»^e>atftb5SSr 
llEJl±WLtt)«l:v^7 7/^S ; ^n^^lS^ tK 
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r 5 /SS^r;^;vr ^ ySa^fcSP^bStf 

&8«jh/5£*r 1 fflfiJLhW LTfc &\,^>? uT/u^/uW 
»7;^7^/S ; a>&fc£«a>&»tfjh,£X«: lffl 
K±*LTt>J:v\ R 3 atfR 4 tt-«l:*-3t, 

4ott±v\ R 5 te, TA-^/yg. ;/^P7/K;i/ 

7y-/n, i^ss, mpRgte&r/y^/ys, > 

yv^t^fV/WS ; /M3^y7;V^S ; X ^ ya ; T/y^ 
yVT ^ / S ; T X y TA^^a ; v-T y S ; #>U>**>f 
AS ; TyP^r^^S ; ^n^jgC^ *^a, T/V^r 
AS, T^^^riX/VS, />n^/7;V^S, T^yS 

TA-^Aa, 7;V3^v;vS, /NDy/7;^S, T 

*^a, TA^rA-a. 7;V3^^S, An^/7M 

Aa. r5ysxr^r^^r^ys^e>ftsW36^e>a 

■7*. tK^S> TA^A-a. 7^^^^!, /M^y;7 
A^rAa, r ^ /mktfTfr^/VT ^i^&45Bd» 
l iW±tt-C <tv^>^ o7^;vf 

t -r 6, mm. zzx'&m 

y yffi * tic *5 s DBWiBEiNHttXfliMffJ 6 1> co 

TA3rAa~efc9. ft#WKf£> y^Aa, ^^/uS, 
-ryXntvya. >^Aa> JBH^A'SSrfctfar. 

i/^ u-^v'A'a, n^X^Aa, v-^p^^A 
5 0 7M^VStlt «*»2^6 6 01i:««*fett 



7 9-;uattttt, Z7^xvya, ^^A-a, fcT:^ 

r^-r/vs, ^yxf7yy^s, -Y^^vyA-a, *< 
yx^^^/y;wa, ^iJ-yy Aa> ^vx**t^ 
y^a> -fy*wj;va, tfy^^ua, -Y y Ky 

A^a> tT9^/u«, h9 7^ua, f^yy/ws. * 
yyAa, -ry^yy^s, fxyg, yy/um&toff 

?vyg. tr^^^s^or y— /ua^«**i^fe5 

a*3£* y zxl^-jv^l^jv^ i -t7f/M ^/^S. 2 — 

b N ^flsw^tttfy^^^a, t°yy;vxf;va, 

f7^;vyf;vg, f7/y/vxf;H N -o-x^r 

✓y^^^x, ^Xf7yy/>xf;n, ^^^y 

y/vy^S. ^yx>f ^^yy/^^ws. 
yyvy^S, y Ao^/ys. -o-x^^i^y 

yyvy^-yyS, -^yXt^f /y/ux^a, -fy^h* 
tyy^yf^a, -Yy^-^^yyu^^/ys, t°y^ 
i^yyy f^S, e° y ^ ^/^^/yg, y k y /yy ^vw 
^yKy/vxf/va, v^/i-y ^/i^s, t: o ^iy/^ 
^^■yus. h y ry^/u^ ^-/^s. h y 7^^xf;i/ 

t°7/y/Mf-/vl, t°7/y/uxf^ ^yy 
/uy^-zvs, ^yy/^^/us, -fy^-y y/Mf^ 
S> ^y^yy/wxf^a, fxyy^g, fx/x 
^/yS, ^y/yy^/ys, ^ y/u^^-^s^if^fctf 5 

o m^m^mtT^mmtn, mmx^mm<o 

7/^U'X/wS, l, 2, 3, 4-7 t h^t:K 
AS, ^n^V-</uSS:fc*f*r.t^-e#<5 0 R 3 &t^ 
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OiM^r Itfj:, Anyyg^ <£>®Tyv^y^g, 

^ywg, h y ^/i-^-n p< h ^^m^vy xi uig^r/v^ 

yl^S* a n {g^v^ u Tyt^ywg. 5: £V y yb 

U -NR 3 R 4 ^#t b-CKi^S^^orfc <£V\> j t 

at, trys^at trys^m. tryy^s. 

D/n/^i§«L, R 3 &TJ*R 4 ^J&Lfcat<b* 
tC - N R 3 R 4 £* t LT 2 SttO«^SSr^ bfc t> CO 

&i^5o (i) (Dit^mz, ntmizL£*) s mmm 
mm, mats v^wt, mm?*?) , *«s 

So EUTC-jRa (I) t^IM^n, #£LV> 

#yW#:=:yWSjftS#*LV\> Ai* x NR 2 ^l<, R 2 
kLTtt**IR-T-d5ff*UV\ QcDNR 3 R 4 <b Ltd 
R 3 *fcttR 4 <75— ffc^e&SSr^TL 
Tfc <£V^T/t'3ryl'2, filftSSr^LTfc <tV^T7^#^ 



OR 5 ^fc^SR 5 OR 5 ^ Uttt, fM^bttJ: 

«Bft^©5*?> #k:#*bV^0!li: LtlifitTOft^ 

N' - [1- (1— fy^/vT^f-M txy>;y-4 
--fyv^^vi/l -1, 4-zf*>i?T§>* n— [1- 

(l-t7f;i/Ttf;u) — 
/V] -N' - (t'n y ^V-2-^yl^^ylO -1, 4 
-:/*>"S?r5>\ N — [1- (1 --J-^^vUT-fe^ 
/V) hXyv?y-4 — T/v^^yv] — N' — (t°-<y^ 

2-^a^^vw) -1, n- 

1, 4-^^>-i^r^v % n- [1- (r^y^y- 
1 — r/^r-fe^/W tvsy ^v- 4 --f/^ ^] - 

N* - (1 -^^^yw^^-/^) -1, 4--?#ls*JT% 
V, N-V^n^^r^yV^^yV-N 1 - [1- (a— 7 
x^>^ n^O-^yvrir^yv) tf^ y v 5 ^- 4 -^yw 
^^yw] -l, 4-:/^>-v ? T^ >\ N- [l- [tf^ 

(4-t Kn^i/7x^;l/) Tir^yi^] f-<y^V-4 
-^y^^^yV] -N' -V^ n-^^yi^^-yw- 1 , 4 
-^^^v^T^^, N-v'^n-^Vyl^^yV'-N' ~ 

[1- (a n^^ri/;V'7 x n/UT-fef /V') t°^y 

v^^-4 — Tyi^^^yw] -l, 4 - y^y^r^: >\ n 

-->^n^^r->yV^^yV-N* - [1- (2, 3 -i^^ 
m^yv^o t^^/u) t^y z>^~A — fyu^^yv] - 
1, N-->^ n^^rv^ywy ^yw- 

N' - [1- [2- (4-h Kn^>y7x^) y/< 
u-yyv] f-<y v^^-4-^yw^^yv] -1, 4-^^ 
y^r^y, n— ^^a^i/y^^^y^-N , - [1- 

(^>-^^yW^-n^^^yV^yV^^^.y^) t^y^y- 

4--fywy^yv] -l, 4-^y^r^y, n- [i 

- (6-^nnt7^l/y-2 y^^yi-^ ^^yi-) fc° 
^<y v^V- 4 -^fywy ^yw] — N * -v^ n^^vvuy 
^yu-l, 4-^y^T^y, N-i/? n t^d fcVw^ 
^yU-N > - [1- (1 --^^^y^Tir^yP) fc°-^y^ 

y4 — fyi^^vKl -l, 4-^y^r^y, n- 

[1- (1 —ry^UT-k^M t°-<y v^>-4 -- TyP 
7«^yw] — N ' -^ntvi^-l, 4-^y^r> y, 

N-i/^ n^drv-yl/^^/V-N* - [1— (6-fcKn 
^-y-2, 5, 7, 8 V? yt^^Z v~^ls- 2 
/v^yW/K— yi^) fc°*<y v^^- 4 — ^yw^^yw] -1, 4 
-:?^>'v ? T^>\ N-V^ ^Vyu- N* - [1 - 

( 1 -^^^y^Tir^yi/) y ^>-- 4 ywy =?- 
yw] -1, 4 -^^^v^T ^ >\ N- n-O-^-yw- 
N ' — [ 1 — (1 -^!7^y^Ti?^vU) t°^<yv?>-4 
— fyu^^yu] -l, 4-^y^7-;y, N— [ l — 

(1 — b°-<yv ? >'-4 — fyi/^^* 
yv] -N J - (2 -^^^yt-^^yi^) -1, A--??^ 
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v>r^>\ N- [1- (l-t7f;P7tf-/i/) t°-<y 

[l- (i ~^-7^)vr^)v) ^v-4--r/u 

-O-^yw) -N' - [1- (1 —ry^tvT-t^tv) b° 

-<y ^>-4— r/^^/w] -l, 4-^^v^r^ 
>\ n- [l- {i—ry^/vr^^/v) t^y^- 

V^T^>\ N- [1- [N — (1— t-^^V-Tir^ 
AO -L-T*/>°^=¥~A] fc^y v>>--4---f A-y^ 

a] — n' -^y/Dtvv-i, 4-^^v^r^>-, 

N- [1- (2, 3-^7x^Db't^) t°-<y 
i/V-4-^/w^^/w] — N * 1 , 4 

-:/^v>T^>\ N- [1- (2, 
nt't^) tXJJ ^-4-^A-y^vl/] -N' 
Pf/V-l, 4-:/^>'v ? T^ >\ N— [1- (2, 3 
-v?7x^7 P nt e ^V) v^^-4-^r/V^^ 
/V] — N' — 3L^vV- 1 , ^ V. N- 

[1- (2, 

>->>T^>\ N- [1- (2, 3 - v^m^/VT/n 



~A0 fc 0 ^y v^-4 — fA^^A-] — N' -7^0/^ 
=¥^-1, 4-:/*^T^>\ N-7U /V — N ' - 

[1- (2, 3 zr^^/wyu \L°Jr-;V) f^^v?y 

-4-^/V-^^] -1, 4-y^^v^T^^, N-V 
^n^vvwy ^vU-N' - [1- (^vvP) fcT^y 
^>-4--f/W^^/U] -1, 4-y^>i^T^V, N 

n^vvl^ ^V^-N' - [1- [6- (2, 
3, 4, 6-fh7-0-^y^;WD-^;V3t e 7/ 
^1/**$/) - 1 -^:7^ATir^A] fc*-<y ^>--4 

— r^^/w] -i, 4-^^v^r^^ n- [i- 

(^VA') fc'^y ^-4-^A-y 5vl/| -N' - 

(tf-<y v>>--2— f/i^^AO -l, 4 v>r 
N- [1- (>^>->/W) f-^y ^-4-^r A-y 
^/K) -N* - (t°n y -Jl/- 2 --f/U*^/V0 -1, 
4->'^>'v ; T^>\ N- [1- a—ry?-/vT^^ 
AO -N' - (2-t°y 

*JAs*<?M -1, 4-^^V^T^^o *^P^{h:^ 

[ft; 4] 



R-X-G-OH + HN^X^N Y — N^ R 



(2) 



(3) 



w 



I] 



2) jRfta 



H 

R-X G-n' 4l_-N Y 




i«fE»^h^^;^=;H (BocS) > -O-^ 
A;a-^i/# A^—A'S (Zi) , ^OiP/um (Bn 

mo cs) m&$>if btlZo ] 

i-fttofe. fls-g* (2) tik&Wo (3) L«>r 

5 KfcU {fcSS (W) *&wfc-&m 

(I) *s»3a*ixS 0 <fc<&» (2) (3) (£>*g 

h\ ^y ^Ay.A^v' h\ fh7t Kp77^ 
^vIol— tvi^ T-feh^MJyK ^pd^a, 1, 2 

— **/fl'1}fVi£*J<{ % b\ 1 , 1 ' S ^ 

71/, N- O-^^f/VT^/^ntW) — N ' - 



(I) 



N 

I 

H 



R' 



c— jss^c (i) a4<nh, 

i — r/utf-*t/- by* (^f^r^y) y**y* 

1 - t Kn^r^y^ h U 7/^;K 4-v^ 
^7 ^ y b°y ^^ftifOBOtKEJWWfclP*., tSttS 

ttthyxf;v7^, N-yf/^;^yy, try 

IS*#«, Otd^lOOt-ei^5)4 8B*W, «F^U 

V\ JBI^ft: (3) (O^ffiS (W) Sr, ^*P^^«feT?jft«l 
S^, ft*« (I) «r»S ^>o Bo 

^(Ct*)^^ (I) S:»5rtm5o S'J&^L 
(2) »^7-T K (R'-X-G-C 
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l) Kc&to (3) bR!&isitZ>^b\zJ:^xi>^ 

LTWitf^^ nn^ 1, 

*if§:JBv\ SlSjfi* t Lttt0td*6 2 O 0 t'Tl » 

raa>e>2 4i#Kk »si<tt2otHioot-eiift 

(3) ^cQSJ&te, Mttf^on^^y, S^^/w* 
irh-MJ/K 1, 2-^PDx^y§<D^gttM 

*-c, hy^^rs^ ^ys^^wmfis, 

*>a^tt, ffrfrtt (2) ^Stt^*^ 
/W£3E»U {fr&» (3) bfcfcis^tZ^ blz&oX 
ft-fr* (I) Sr#S^fc*-e*5 0 N-fc 

y ; vjrvy^S—;\>, 4-^hn7x;-;^M^ 
« (2) SttMy/Wfr*-*. C^SIS 

^^^/WTfc^r^K, f h7t KD77^ S^ai^vVcn 
1, 2-^nn3i^^<D5FflHftJSME«p-C, 



1, 1' -t>/Vtf=.A"tXir'>S— A\ N- (3-^7*^ 

mm.* <<>*s h 1 -^ /w^v- h y 

^y/hU7/-;K 4-^f^r5/ try 

©RJEffiStaiSrin*.* ifiSfefeg££ IT h y x^7 ^ 

>\ N-y^i^/w*y t o y 

TAsMtGrn (3) tSJCS*. (I) Sr#£^ 

t 2 ^ 7 ^^, ^-/W jn— r A\ ^nn^A, v^^rU" 
Tirh-hy/K 1, 2-^ODx^?Offi 

&KftbHKSMK& it h y a^/ur ^ 
N-y^M!)^ t*y ^>ft^<0#«tft£tt 

"C l «HBa> fe 6 «? «I!ll»i-Jx« J: v \, ±E»i6» l 



ZCI 




(7) 



OAc 



(9) 



(n) 



(13) 



Boc 



Mb** (3) <73?*>, f*$S (W) #Boc; 

&»©3Mfc*ffl^£rF<0*K:, (3) 
Lfc. *i\ 5>T5V (4) ©-»T5>'S|5#«::7*A' 
KflsU it&m (5) irf 5» ib^-tt (5) <OT 5 
/SSrZa-C«HU •fb^fe (6) <b-&* 



(6) ict K7^v4tsjes*l.», vc&m (7) t-r 

5. {b-a-^I (7) Id, 4-:/n-^;A?vUT-fe-r— h$rK 

{b-^fe (8) ti-s. ft-e* (8) rorsy 

SSrBo cl-Cft^U 4b-&* (9) it&m 
(9) y ^ASrSJtS**, T/V=i— jvW. (l 

0) ir-TSo 1t&m (10) S:^fti©BWbRlSK:*»»t, 
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TA^fM k* (i i) ti-So mtBJ&k^xym*- 

N-y ^A^e/i^y* V >^-N-^VKSrfflv>S^jSfex 
2, 2, 6, 6 - f h 7 ^ f /H: e ^ y y - N - t^r:/ K 



v^s*»*if365*>rf6ix*. (ii) tcr^ >- 

(R 3 NH 2 ) SrlB^S*. S^fcUfc*, SKcfflfcJ: 
9»EU ik&® (1 2) Sr#S. (12) <DT 

^/S^BocST^SU ffr&«l (13) {t 

O) sr»a« abst^tt, tieo 



(1 3) OZl^ 



lit 6} 




ZN. 




(17) 



3n Boc 



ik&m (7) CN- (4-^a^-^/W) yfi/Usf ^ K 
«:RJSSit\ (1 4) i:-ra o ffr&<* (1 4) <D 

r5^»Boc«-««Lft#ft (15) fcU tK 
y^-e^/M** KSSrKdlS^ ffc-g* (l 6) k 



Boc 

fa. <b^* UW I'T^fc K (R 3 * 
»5c«)k:Rj£3-B\ (17) £#-5 0 

7) ©75;MBoci-e«lu fb-a-4 
■f*. ft-a-fe (18) <DZS«r^ftfe7K^5t5c-CUil8l*-ar 
(3' ) £#3„ 

[ft 7] 



CHO) £ 

ftg-* (i 

(1 8) t 



u 



o 

(6) 



R'-X-G-OH y-K) n 



(19) 



NH2NH2 



R-XGN 



C20) 



1)Br (CH 2 )m -OAc 



2) (BocKO 



, /4x)n?©o 
R-XGN ^-^L^N-CCH^m-OAo 



K 2 C0 3 



(21) 



, ,4On0oc 
R-XGN ^L^N-(CH 2 )n- 



(22) 



OH 



R-X-G N v -^1.N-{CH 2 ) ^CHO 
(23) 



1) R3NH 2 

2) NaBH< 



3) (Boc) 2 0 



1 r40nH p 3 

R-X G N -JLxN- (CH 2 )m-N 
H 



(I) 

C-A&5S CD <K ArfNH, 
0tfNHR3, Y/tf (CH 2 ) 

r 3 , n ttmretmcfc^Mr 



] 



ESW», R\ X, G, 

-t-ftfcfe, ffc*4to (6) (2) fls 

(19) fc-f-So ^01*, «*^jfett«TE4:RI«-e 

x-r/K r*feh— MJA\ ^n/tM, 1, 2 -v 5 



HCI 



. y-40n&oc D 3 

R-X G N ^-^N (CH 2 )m-N K 
Boc 

(24) 



^ K, 1, 1 ' ^yy— 
/K N- (3— S^^vi'TS / Zfv fcVu) -N' 

k ifi^ifi, ^yy h y ry-/u- 1 - 
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X h ]) xf;vr ^ >\ N-^f;^;^yy, b'Ui/y 
&^<D*Wfi£, **^tt*IMk^ h y «K* y 

tt, 0mi0 0t-Cl^b4 8«fH, iftKlil 
ot^b 3 oti? l 2 4 WISj$f^aj: v\ 

<bi^& (2) *^7>fKtU ffrS4fe (6) 
£K/S£i*S^fcK<fcoTt>, {fcfrft (19) £r#5r 

^ix, 1, 2-^nn^y s ^f;^;W; 

f;vx-f;v, r-fe h~ h y A\ i^^^^ifSrffl 
V\ KJK&Seh L "CiSO 2 0 0 e CT*l^pPfl^fe2 

#IH«#**btfJ:v\ > 8*>^9>f Kifb-fr* (3) £OK 

f;^/U^^r^ K, 7h7tKD77y, v>m^/u 

/K 1, 2-^nczai^^|f<o^Stt»jHC*-e. by 

#So 4*:, (2) fcffitt^TVMcasifcU ft 

(6) ir^/S^it^r iiaott, (1 
9) Sr#^Ct^-C#5 0 WxJi. N-tKo^^ 
S/>"f$h\ ^^7;utn7x/-;K ^nn^K^ 
*7VK 4-^ M37x/- >Vt££*fc&m (2) 

h\ fF7t K077V, v^^/l^— ^ u u 
*/W^ ^^V, 7t h^-fy/K 1, 2-v^u 

ONgCI 

^0 n &oc 2) HNR 3R« 

R-x-Q-nJLn. (CHz ) ^ 

(22) 

y rWn H _3 

R-X G N^^N (CH 2 )m-N R 

R 4 

(I) 

(I) + 

A AmsI H * Y/)< (CH 2 ) rr 
R\ X, G, n, R^^^f^ 

-tfttehs ikSVo (2 2) K^Wy^^/U ^ n y K 



u^Jci/sisX/utfi?^ * f\ i, i* -#/^ 
N — (3 - v^^/WT^ y t° 
/w) -N' -^/VjjjVtf^M * K ^/h 
!J7/^-l-^^y-h^ (v^^vV-T^ 
7) — !>A ^*t7^*o7^7x>f b 

fti?«r/Hv\ jMKefetfl-fc Kn^^y/HJ7y 
— A\ try ^^*if<?5SJ5S<8ji9J* 

An*. M»I^fchyxf/i/7^y, n-^^vi^ 
/w*y^ try^* fca^waKiMb'*- 
b y y ^A^if^mtfissrffli^r^n 

1-*t«J:v\> »cic»fonfc»tt^^'7 t ^Srfk-&« (6) 

fcKJE£li\ (19) SrWSritf-C**. ^(D 

b\ ^f^/^^yK, fh7t KP77y, e** 

y/K 1, 2-^noai^^4fo5F»tt«fflC*"C, K 

jcs?a«o < c^fc i o o < t-ci^ra^e>4 8^pa*-e. » 
^u<f^i oncd^s o^Ti^ra^^e^pfla^-rn 

tfiv\ »fe;fcfcfl:£* (1 9) Sr3i^y-/mi-ct K 
9^iJKlSS*, T^>-($: (2 0) k-TZo \\&m 
(2 0) a) - ^n^7;^ uyr-fer- h SrSS^ P 
#<k, 7yft*y!>A-t7>f h (T/uKyyftti!) 

Wb-frw (2i) fci-5 0 ib-fr* (21) *mw&vv 

(2 2) a, ±IE^ra«*»{tKJSl-J: 
9, TVV^rfc Ki* (2 3) $r#^ 0 jb^fel (2 3) (CT 
(R 3 NH 2 ) **7C«HCKJES*, ftrtlbfeT?^ 
«»SrBocftUk^» (2 4) ^#^> 0 ffr&ft (2 
4) SriSK, ^fcttby^^nBK-CJttftSIU 
m (I) Sr#S. 
®iigfe3 
Hb8] 

R L X G-N2^N°(°CH 2 )m-N *f KttBt r 
(25) R 4 



/Uoi— ^/u x Tir h^i h y /u, i, 2-^onx^y 

-^^/w^u^y v^^«4aa % *fc»*tty— 

1 0#Pfl—2 4B$BK #4 L< 1 0^—5 Ot-Cl 

~~6mmmwirtirt£\s\ (hnr 3 r 4 i 
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<tKJ&£-£, it&®> (2 5) £#3„ zomfcti. 
aa^y, ^no*;VA, v^dr-tf-V, 7 1 h 5 t Kn 
77V, v?3i^Wji— 7VK T-fe }- =■ h !) A\ 1, 2 — 



0*C~1 0 0t-Cl^~2 4m ff*L<«10'C 
~5 0 £ C-Cl«FP^~6B#P^^#i-tb«J;V\ fl:64fe (2 
5) ©Bo cSSrt5Jfii:llI«tc:ur«ift, *^«:M)7 

Boc 

1) H 2 N Y N R 3 



R-X-G-OH 
(2) 



186 



R-XGN^^OH. 



(26) 



(27) 



H 2 HY-S-R 



2) NaBH 4 



(-®j£ ( 1 ) >K 
A A* N H . 

Q^NHR 3 <©ig6) 



Kt>, R\ X, G, n, Y, R 3 , R 5 ttBfrlEt m C 

■ttet>h, it-S-Vo (2) |;r*yr^3- /uSr»-&S 
-fr, fl:6« (26) crott^RjfcftttttiWrBEi: 
na«-cfcs. ftt-, (2 6) ©r^^-^sp^^ 
■MfcU TA^tK* (2 7) t-fs. rwiMisRjfc 

DMcC 



(-test o ) <k 

AA'NH, 



mmkmmx-$>z><, (27) ict $ vstjItc 

KJ*:*fl=T?JM««b, fc-it-fe (I) £#S„ 
Kbi ol 



2 J n 0 



YSH 



(28) 



(29) 



DR3- CHO 
2) NaBH 4 



[R\ X, G. 

Co ] 



Y, R 3 f: 



(-feat (I) <K 
O^NHCH^ 3, 



(2 6) tummmtrnmic, «*. 

7*—/i'bBU&£i£. (2 



^rtf^o (28) icmmtmmzt 

jt^^t, (29) b-rz>o \Y&m (29) ^aue 

[ftll] 
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(30) 



,0W 



(31) 



(32) 



1)Hj. Pd-C 

2) R 'XGOH 

3) r OTflKSt 

4) iMb 



(33) 



v>*~- oo) 
o i) t-rz>. Tk^sw^ss (w ) turn eg 

XliTBDPSS (t-/f/^7i=yl'i/!)/l'l) , 
TMSS (M)>f;V->y^S) , TBDMSS (t- 

K ^->U-h/«Cif*S*)tf fctvS. {k-g-<fe (3 1) fr<b 
it&m (32) t-TSRlStt, V 1 t Kc77y, i> 



1)R*NH, 

(-&3C (I) (f, H 

Q^NHR 3 
a>ii-£r) 

fcttTk^b-7- h !) U VJ*te¥<Dm®M. : m* 

m^^xn^.t£^\ 02) <o^m^^ 

(2, R'XGOH) *fitlf2t^W75&-C^$-& 

5. ®m& (w ) «s^y^««o»&-, tba 

F (7 h?7f , ^'7yt— ^A7^D K) SrfflVT, 
*fc(*b->^-ejK8lbfc^, BtrfEfcHMHicgHb 

U (3 3) <b-g-*& (3 3) \CT$> 

(r 3 nh 2 ) zmTt&KtiiimbmmicEtfcZit, it^m 
(i) r#s„ 



;7 
[ftl2] 



R50H 



(31) 



1} R-X G N^L^NH J 



(34) 



(20) 
2) NaBH 4 



1)H 2 . Pd-C 
3)iHb 



G, n. R' 



1 /Hn H 

— r-xgnJ^n^ 

(I) «K 
AtfNH. 



(35) 



[R\ X, 

i-s. ] 

fb-g-ife (3 1) IC&S^&T. Tyun-/^ 
(R s OH) SrSTJE^-t^ •fb-g-ifei (3 4) £#3,, 
I*, TK^b-r- h !) n-y^/HJ^^A^wifiS^ 



\<c&m (34) <D^i&^-g-^«*^js7cb, &mm 
awtsu fb-&^ (35) it-^m (3 5) idgfrta 

tl^^JcilTcWtc-fb-S-fe (2 0) fls-&* 
(I) Sr»*. 

Ut 1 3 ] 
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OH 



HO, 



(36) 

Of OJRRt 
2)BHb 



1)R 3 ' CHO 
2) NaBH 4 



(37) 



OVT 



0 



DEAD, PPh 




(38) 



(39) 



1) R-X G-N^^NH, 



i /-fOn H 

R -X G N^L^hL 



(20) 

2) NaBH 4 

3) (Boc) 2 0 

4) NH 2 NH 2 



J^R 3 ' 



0oc 



R-XGN^jLL,Nv. 

(40) 



,NH„ 



(-fe*t(l)*K 
AtfNH, 
BB/)<C H 2 R3 
<7>*g^) 



R\ X. G, n. R 3 ' x W teffM^bt 

i-*fc>*>, 2-^^-1, (3 6) £r]|tj 

IH^^^iE*acD^^oT«:g|S (W ) 
U fb^ (3 7) ftZo \Y&m (3 7) M:7^,Wf 
^ Y*Ufo^\t<§m (3 8) £#S 0 ^<£>4§£\ v?a2 

fk-frW (3 7) CDTk^S^^P^&T^n^^t:, £ 

x^x-f/K ^^f;i/^A7^ K*<Z)^ffi14»« 
*-eSJS£ffVv fb^M (3 8) ^t^^T^So 

{b^^j (3 8) <D&mm (w ) ^jkhiu mi^^^fe 

^^UTgHbU TA-^rt: K# (3 9) £-T3o 

fc, (39) (20) zmmtmrnzm 

tew^r***, ft** (40) znz>o \\&m (4 
o) (^r^ft k (r 3 ' cho) &m7tmzRj&£ 

ii\ it^m (I) mrl2©5tifel/5^8^J:oT 
v^*i^£^$o (I) ffi 

(I) tt, « !> A8i8tt AM P AS** 



^mmmm<D^^v±v h*m&m, statin *s 
^»7k*-th9»>^ yv^TK^y^A, « 
^ h y ^ *Sj»w*es. =**4 k*> 

y#. hysiv^i/.)^ ,f y t^t-ay k>\ 

h^r^f;vt;vn-^t h y «^A^y y K 

09, 2Ky ^f^y a— /i^as&tf bft^a^ m 

bl-i^$nst©-C«*v \ w f fr&ft f*<k*a (DM 
(IMJRrt* AT, Art, ffirtrt. St«f*K < fcHTF, H 
0. 0 0 1-1 0 0mg(DffiI^gtfc5o 

Boc 2 0 : v^- t -y^Sls i/%sU7$^>- h 
Z C 1 : * onfl^y^ 
E t 3 N : by ^i^/UT ^ > 
CH 2 C 1 2 : mt* 
THF: f h7fc Kp77^ 
DMF : ^^f/^MT; K 
DM SO : V't^tVT.jvy ic*-sY 
E t OH : 
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Me OH 
DMA P 
DEAD 
PPh 3 : 
EDC : 



* $ J 

h y ^^—a^*.*:?^ >- 

1- O-^f/V'T^ /^nbT/W) -3- 

HOB t : 1 -fc Kn^f^y/ h y 
NMM : N - y ?vwe tU> 
Pd-C : /^7^^A 
TFA: yV7;V*xi%^ 

cd i : ^yy—/i> 

NaBH 4 : h 'J *A 

Ac OE t : Bffifc^^vl" 

L i B H 4 : ***t#**y^*A 

L i A 1 H 4 : *»t!)f j'AT/l'^^ 

Na 2 S0 4 : «g£^ h y *A 

Mg S0 4 : WB^^V** 

Na hco 3 : femfcm-r h y *a 

TBDPSCl : t -7?-A'&7=.='A'$'y fV^xx ]) K 
T B DM SCI : t-^f;Wf;^U;^n!J K 
TMS C 1 : h !i^f;^>!J;^ n ]} K 

##0»1 

N, N' — ( t h^V^/W?:^) -N- (V 
u^*i//U*^;ls) — N ' - (tf^y 4--f A- 

y^A") -1, 4 -zf#ls*JT% 
i) N- (t°^y T7^W ^ 

[ft 1 4 ] 




N'^ N ^~^NH. HC I 



4 - (r^y^ ^/u) tr^< y^y oog, 0. 26m 

0 1 ) , fek^A^ (38. 95g, 0. 26mo 
1) *^U*^^JpJRLft3»b«»bfc. 17 0tf 

y — (3 0 0ml) *MXM%mM 

6 4. 0 g (86. 7 %) 1#fc 0 

1 H-NMR (CD3OD, 400MHz) 6 : 1. 4-1. 6(m, 2H) , 1. 9(m, 2H) , 2. 1 
(m, 1H) , 3. 4 (m, 2H) , 3. 5-3. 7 (m, 4H) , 7. 7-7. 9 (m, 4H) . 
243-245t 

1 i) N- [1- {'O'ifA'ttisXA'tf^A') fc 0 -< 
D^y-4->{;^f-^] 7*/W ^ K 

[ft 1 5 ] 



i ) T?%tz.ik&m (116. 9g, 0. 42mol) 

ch 2 c 1 2 ( i v v hM aihs»*«iw- h y v 

A (iyy hA-) TkJSttoa^jftjKffcJBUlb, &u< 
a#b*^ibZCl (78. Og, 0. 46mol)C0 

ch 2 ci 2 (30 oral) mm&immx*ffiT^tc 0 * 

tt«b«rU*S:ai5iU *Wb-&*Srl4 4. 6g (9 
1. 8%) ffc 0 

6 0-6 2t. 
X H-NMR (CDC1 3 , 400MHz) 6 : 1. 2-1. 3 (m, 2H) , 1. 6-1. 7 (m, 2 
H) , 2. 0 (m, 1H) , 2. 7-2. 8 (m, 2H) , 3. 59 (d, J=7. 3Hz, 2H) , 4. 1- 
4. 3 (m, 2H) , 5. 1 1 (s, 2H) , 7. 2-7. 4 (m, 5H) , 7. 7 (m, 2H) , 7. 9 
(m, 2H). 

i i i) 4 -T ^ / ^ Ky^t^rv'^/V' 
[ft 1 6 ] 

zV~~Y^NH 2 
i i ) l?#fcft^ (30. Og, 0. 79mol) & 
E t OH (5 0 0ml) l£*g$?U t Vy&ls — Tkfn 
«J (7. 94g, 0. 1 6mo 1 ) ^r^JPx.8 0t)t3l§ 

SrMHMBU Jt»6»«»i:UT*mb^»Sr7 3. 
3 g (77%) #fc 0 

1 H-NMR(CDC1 3 , 400MHz) 6 :1.5(m, 1H), 1.7-1.8(m, 2H),1.9 
-2. 0 (m, 2H) , 2. 60 (d, J-6. 4Hz, 2H) , 2. 7-2. 9 (m, 2H) t 4. 2 (m, 
2H) , 5. 12 (s, 2H) , 7. 2-7. 4 (m, 5H) . 

i v) N — [4- [1- (<<>'i?/l'&**/jJS\'7$zz./l>) 
% K 

[ft 1 7 ] 




i i i ) -C#ytft-&«J (10. 0g, 40. 3 mm o 
1) ^Tirb^hy/W (5 00ml) ^KiSA? U N- 

7W5K(11. 4g, 4 
0. 3mmo 1 ) . 5 0%7^ft^7 y ^A-t7^ h 
(T^Ky^fttS!) (10g) £*D;t6 0^-03 B ffl 

U a8SS:^^^7A^p-7h^77>f- (CH 
C 1 3 /MeOH = 2 0/1) -C»S4 U »fe»«ttt 
LtS»t^«S:10. lg (5 5. 7%) #fc 0 
X H-NMR (CDCI3, 400MHz) 6 : 1. 0-1. 2(m, 2H), 1. 5-1. 8 (m, 7 
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H) , 2. 51 (d, J=6. 4Hz, 2H) , 2. 67 (t, J=7. 3Hz, 2H) , 2. 7-2. 8 
(m, 2H) , 3. 70 (t, J=7. 3Hz, 2H) , 4. 1-4. 3 (ro, 2H) , 5. 12 (s, 2 
H) , 7. 3-7. 4 (m, 5H) , 7. 82 (d, J=3. 4Hz, 2H) , 7. 84 (d, J=3. 4H 
z, 2H). 

v) N- [4 - [N- [1- (^V^/^^f^^/VTjCn 

/U) tv<y ^- 4 _. f/U*?yW] -N- (t-^h^e 
Hti 8] 



iv) -e»fcft-&4 

CH 2 C 1 2 (10 0ml) f f£ 
(5. 9 4 g, 0. 



Boo 0 

(10. lg, 0. 23mol) £ 
(B o c ) s O 
2 7 m o 1 ) 6 8*W«# L 

(CHCl 3 /MeOH=20/l) Trffl 
SlU «SftilM**4: UT*«{fc&ttSrl 1. 6g (93 
%) #/c e 

1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 0-1. 2 (m, 2H), 1. 42 (s, 9H), 
1. 5-1. 8 (m, 7H) , 2. 7 (m, 2H) , 3. 0-3. 3 (m, 4H) , 3. 70 (t, J=7. 3 
Hz, 2H) , 4. 1-4. 3 (m, 2H) , 5. 12 (s, 2H) , 7. 3-7. 4 (m, 5H) . 7. 7 
(m, 2H),7.8(m, 2H). 

v i) 4- [N- -N- ( t ~y 

h *i/%/U7$^jl') T $ J * ^VV] - 1 - 

[ftl9] 

v) -Vmcit&m (5. (Pg? 9. lmmol) t 

OH (30ml) \cmt#l>* fc K^v^ — *?P^ 

(0. 59g, 18. 2mmol) &1)WtL 6 0 1 l&p 
n«#Ufc 0 «»P«* «jR$rttJE*l8U »CHC 

mmm t LxmMfc&Mi: 3 . 7 3 g (97. 7 %> # 

1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 0-1. 2 (m, 2H) , 1.44(s, 9H), 1. 
5-1. 8 (m, 7H) , 2. 7-3. 5 (m, 8H) , 4. 1-4. 3 (m, 2H) , 5. 12 (s, 2 
H),7. 3-7. 4 (m, 5H). 

v i i) N- [1- i^Oi^/U^^^/U^zs./^) t° 
^WV-A-JtVt^jV] — N, N' -tr* (t-:/ 
h^ri/^/U^^^) - N ' - n^^^W^^U- 
1, 4 >v>T ^ >- 

[ft2 0] 



v i ) xmzit- 



CH 2 C 1 2 (2 0ml) {Z 




#^>r^rtK (1. 0g, 8. 9mmo 1) 
lB9WI*#Ufc. i£ffi»*8U SffiCMeOH (2 0m 
1 ) £#0x., N a B H 4 ( 0 . 51g, 13. 3 mm o 
1) «rJP^3WBMK»bfco *Sr*Px., «JEE»*SU C 
HC l 3 t«aiU fi»NaHC0 3 7K»»t?ft»tt, 
MgS0 4 -cm «BE»»U aiiSr^y*^* 
^^7^77^- (CHCl 3 /MeOH=20 
/l) "CfitSiU ^»tttt&2. 2 3g#fc 0 *»« 
MCH 2 C1 2 (20ml) t£*gft?U (Boc) 2 0 
(1. 42g, 6. Smmol) . Et 3 N (0. 65 
g, 6. 5mm o 1 ) SrJDx: 1 6 «fBB»»U^ 0 
«SU aaE*i/9*y/u*7A^n^h^97-f — (A 

cOEt/^fy=i/2) -efifKU Mfe»#&i<b 

LtMft*ftt2. 38 g (4 3. 5%) #fc 0 
1 H-NMR(CDC1 3> 400MHz) 6 : 1. 44 (m, 18H), 1. 0-1. 8 (m, 20 
H) , 2. 8-3. 3 (m, 10H) , 4. 1-4. 3 (m, 2H) , 5. 12 (s, 2H) , 7. 3-7. 4 
(m, 5H). 

vi i i) N, N' -fc*;* (t - ^ 
-N- (^u^^A^^yv) -N' - (tf^y^^ 
-4-^/1^^) -1, 4 -^V^T^ ^ 
[ft2l] 



9 



zO 



8 . 9 mm o 1 ) & 



Boc 

v i i ) X'&tzikSfy) ( 2 . 3 8 g , 3 . 8 6 mm o 
1) SrMeOH (2 0ml) *Kl*&&?U 10%Pd- 
C (0. 2 0g) S:Jp*.*Si«tSf£T3 0B«#U. 

fe£ LT«»ffr&«JS: 1 - 7 9 g (99%) #fc Q 
1 H-NMR (CDC1 3 , 400MHz) 5 : 1. 44(s, 18H), 1. 0-1. 9(m, 20H), 
2. 8-3. 2 (m, 10H),3.5(ra, 2H). 

###12 

/u) -n' - (^yi?y-4 — i/^^^M -1, 4 

Mb 2 2] 

1 H-NMR(CDC1 3> 400MHz) 43 (s, 18H), 1. 5-4. 5 (m, 22H), 

7. 2-7.4(10, 5H). 

#%F(J3 

N, N' - t** ( t h^>#/U;tf=. ;v) -N- (tf 

-N' - (2, 3, 4, 
5, 6 -sOfy/UX-v^^is/U) -1, 4-^>'v > 

r s >- 

Hfc2 3] 
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F F 
Boc )=( 

Boc f p 

1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 44 (s, 18H), 1. 5-3. 6(m, 20H), 
4.5(m, 2H). 

N, N * - tf* ( t h^v'^A'/K—zU) -N- (1 
— J-:7^vl^?vU) — N ' - (t°-<!; 
?VW) -1, 4-^^^^^^ 
[ft2 4] 



Boc 



Boo 



DO C /=\ 



^-^(CDCla, 400MHz) 6 : 1. 41 (s, 18H), 1. 5-5. 0(m, 22H), 

7. 2-7. 5 (m, 4H) , 7. 7-8. 1 (m, 3H) . 

###15 

N, N' - ( t h^v^V/tfrvv) -N-v^ 

-1, 4 * > 
[ft 2 5] 



HN CU 



Boc 



Boc 



1 H~NMR (400MHz, CDC1 3 ) 6 : 0. 52-0. 62 (m, 2H) , 0. 67-0. 78 
(m, 2H), 1.04-1. 19 (m, 2H), 1.45(s, 9H,Boc), 1.46(s,9H,Bo 
c), 1. 48-1. 56 (m, 5H), 1. 56-1. 68 (m, 2H), 1. 82-2. 07 (m, 1 
H) , 2. 42-2. 52 (m, 1H) , 2. 56 (br t, J=12. 2Hz, 2H) , 3. 00-3. 1 
2(m,4H),3. 12-3. 28(m,4H) 

N, N' -tr*(t h^>#A^^/W)-N- [ 1 - 

(t-yh^r^;^^) fc 0 ^!Jv^-4 

)V\ -N' - (fc^y v^-4-^/V^^V) -1,4 

i) 4» [N- (4-Tir b^V^/V) -N- ( t - 
-fy**/$;Vi$~;\,) r^y^f^] -1- ('O'^/U 

[ft 2 6] 



Boc 0 

N- [1- ('<>V';Vjr*ri/$i;V?$=^;v) fcV<y ^V- 
4->f;Mf;V] 7W;K (0.2 0g, 0. 5 4m 
mo 1 ) SrE t OH (250ml) U b VyV 

>- — *fD$! (24ml, 48 Omm o 1 ) £#P;i, 8 

o £ c-e2B$Fflm^b^ 0 ftip^, ^^£as*u mm 
*WEaMBLfco chci 3 ^m, u 
mm&m&mffiistzo mm^T-th^w^ doom 

1) ItZmMls, 7tf-h (4. 8 



ml, 33. 8mmol) t 5 0 %y yft# V V A — fc 
9-f h (T/WKy^^tfcSi) (18g) 5 0t 

T*4 8B$R8«#Lfco h*rit*U JS^SrSffig 

(CHC 1 3 /Me OH=9 9/1) T?fil8!U 
9. 7g#fc 0 C H 2 C 1 2 (5 0ml) IC« 

*U SfiT, (Boc) z O (5. 8 5g, 2 7mm 

0 1) SriP^fco 2 4l*IB«#«, «J£«SSU 2Sg£r 

OEt = 3/l) -CUfflU *««i:Lr*Hft^Sr 
11. 1 g (71%) #fc 0 

1 H-NMR(CDC1 3 , 400MHz) 6:1.51 (m, 2H) , 1. 44(s, 9H) , 1. 58 
(m, 7H), 2. 04 (s, 3H), 2. 75 (m, 2H), 3. 06 (m, 2H), 3. 19 (m, 2 
H) , 4. 06 (m, 2H) , 4. 13 (m, 2H) , 5. 12 (s, 2H) , 7. 34 (m, 5H) 

1 i) 1- (^^/W^V^/l^—A-) -4- [N- 
(t-^h^i/^;^^) -N- (4-**y^ 

[ft 2 7 ] 



H 



Boc 

i ) -C#fcfba-«J ( 0 . 2 O g , 0 . 5 4 mm o 1 ) * 
Me OH (2 0ml) *Ul***U iB3RIO«K* 3 * A 

Na 2 so 4 «u MEEttMu tevtmz 

#feo (3ml) £rCH 2 C 1 2 (7 5m 

1) \zmML>. -7 8^31, DMSO (5. lm 
1, 7 1. 9mmol) SrJp^. 5 #MJfc# Lfc^L _b|B 

»tt«SrJn*^o 3 0 Et 3 N (2 1m 

1, 15 1. 8 mmo 1 ) &Mx.tz 0 £bK3 Oft&W 
MC#lLfc 0 7k^Dx.CH 2 Cl 2 -CttfflU ffi 

fP**7kt?ft}*«> Na 2 S0 4 t«U «JEEjg*iU 

i i i) N- [ 1- (^^^/V^-^i/lJ ;\s^=z~/V) b° 
— fA^^VV] -N, N' (t— :/ 

h^-i/X/V&^/V) -N' - [ 1- ( t -:/h=3rv-# 
/U^^/W) b°-^y v^-4-^ tVWyrf^yO'] -1, 4 

[ft 2 8] 




?oc > v 



NBoc 



i i) -C#fcft^^<tU ? 4-T^/^^-l - (t 
h^V*yU/K=./U) fcV<y^>(5. 1 4 g, 24 
mmo 1 ) ^CH 2 C 1 2 (3 0ml) 

t> n»m«»Lfc. mmmm\^, »MeOH o 

0 m 1 ) {C^^? U SIT, N a B H 4 ( 0 . 27g, 
72. Ommol) SrAPx., l^pM«H$bfc 0 tK^T^D 
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x.s «EEfiffiU SSESrCHC l 3 -ettttJU fiSfP^ffi 

ZisyxysisXyj^fw hf^yj— (cHcig/ 

MeOH=9 9/l) tfflU 13. 2g^»«ftSr 
#fco *»tt«CH 2 Cl 2 (2 0ml) *lC*gft?U 
IgfilT, (Boc) z O (13, 2 g, 2 1. 4mmo 
1) SrSDxfco 2 4«ffiJ«#fK «JE»*8U aSESr^ 

Et = 2/i)t»«U *«ft*«Srii. Og (6 
4%) #fc 0 

1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 12-1. 65 (m, 14H), 1. 44 (s, 27 
H), 2. 66-2. 76 (m, 4H), 3. 05-3. 17 (m, 8H), 4. 10-4. 15 (m, 4 
H),5. 13 (s, 2H),7. 34 (m, 5H). 

i v) N, N ' t -7 h*ci/#/l'y$~M-N- 

[1- (t-yb^^;vfc;v) fcXy^v-4— Y 
/p*^] — N* — — f^^/H - 
1, 

[fb2 9] 

^ Boc 

i i i) (5. Og, 6. 9 7mmol) 

£EtOH (5 0ml) Ul«#U 2 0%Mfc^7^ 
(rA'KDyfttK) ^r3gM, SIT, tit 

*«^*Wfc*»Sr4. 06 g #fc 0 
1 H-NMR(CDCl 3 ,400MHz) 6 : 1. 11-1. 85 (m, 14H),1.43(s, 27 
H) , 2. 66-3. 15 (m, 12H) , 3. 49 (m, 2H) , 4. 09 (m, 2H) 
###J7 

N, N' -1** (t-yh^/V^) — N— [1 
- ( t tvyv?y- 2 ->f /K* 

Tvv] — N* - (t p ^y^>'-4-^;^f;v) -1, 
4 - y^ 5: vco^^c 

i) 1- ( t b*fjJA"$=./U) -2- [4, 4 
[ft3 0] 



H PEt 

^ N — ^-^OEt 

y A' ftPS. 0g, 0. lOmol) JrCH 
2 C 1 2 (5 0 0ml) fclS»U -78 c C^^*pm> D 
MSO (14. 4ml, 0. 2mol) ^Dx.1 5^ 
jfg#b/c 0 1- (t-^h^^^) txy^ 
- 2 - ^ * J (20. Og, 0. 092mol) <D 
CH 2 C1 2 (10 0 ml) JgfflcSrSiTU l^mWiW 
LfCo Et 3 N (42. 5ml, 0. 31mol) £r*P 
;tfct*L g?flfc#MfiU 2B#ia«#iLfco *Sr*D*CH 

c 1 UMgs o 4 -e«a*«. ®eesi*§ u n 

^^T/vft K4r2 0. 4g (}£fiW) »fc Q _blBT/W 



Tt K (2 0. Og, 0. 092mol)£rCH 2 Cl 2 
(3 00ml) W»L, 4 -TS As i?=c 
^^T^zZ—fr (16. 54g, 0. 1 0 3mo 1 ) £ 
*PX.2^Fflm^UfCo «JES«U RflESrMeOH (5 

0 0ml) KiS#U N a B H 4 (5. 24g, 0. 1 
4mo 1) £*P;il 2^W«#Lfc e *SrJnA, jftjE* 
Sib, CHCl 3 tamU IS^NaHC0 3 zk}gi&-ei5fc 
i*U MgS0 4 t?«M, «EES«lbfc 0 aMSr^y 
^/U*?A^n-7h^7^- (CHCl 3 /MeO 
H = 2 0 / 1 ) -e^S U ffltetttttt <b LT*JBMfrfr* 
£ 3 3 . 6 g (jgSW) #fc 0 

X H-NMR (CDC1 3 , 400MHz) 5 : 1. 20 (t, J=7. 3Hz, 6H), 1. 46 (s, 
9H) , 1. 4-1. 7 (10H, m) , 2. 5-2. 9 (m, 5H) , 3. 5 (m, 2H) , 3. 6 (m, 2 
H) , 4. 0 (m, 1H) , 4. 3 (m, 1H) , 4. 49 (t, J=4. 8Hz, 1H) . 

1 i) 1- (t -7Y*is1iA*&~ A-) -2- [N- 
(t-^h^5tlA'#=A') -N- (4, 4-is^b* 

[ft 3 1] 



^,JvHv^ 0Et 



i ) T*'mz.\ } C&$\% 3. 6g 0 . 0 9 2raol) ^ 



(5 0 0ml) fC 



b, (B o c ) 2 0 



(2 2. 2g, 0. lmol) *Ml2WSi$l 

7 4— (AcOEtA^rfy=l/2) -CltS^U M 
fett«ftfcUt«ift*»t3 6. 7g (8 6. 7%) 

1 H-NMR(CDC1 3 , 400MHz) 6 :1.20(t, J=7. 3Hz, 6H), 1.44(s, 1 
8H) , 1. 4-1. 7 (m, 10H) , 2. 5-4. 5 (m, 12H) 
i i i) 1- ( t -Zf b*is#A>&~/V) -2 - [N — 
(t ->^h^r^^-/W) — N— (4-«y^f 

[ft3 2] 




i i ) ~(*'&1tik&W\3 6. 7 g, 8 0. Ommo 1 ) 
^TirhV (4 0 0ml) KS»U (5 0 

ml) Sr*Pil«rW«*Pbfeo «ffiS*§U iS^rCH 
Cl^ttttiU &fDNaHC0 3 *M^U Mg 

ft^3 3. 5g (9 4%)#7co 

1 H-NMR (CDC1 3 , 400MHz) 6 : 1. 44 (s, 18H) , 1.4-4.5(m, 17H), 

9. 77 (s, 1H). 

i v) N- [1- ('<l<'i//UX-3ri/%/U7$~/U) fcV<y 
-J/lsjf'/U'} -N* - ( t h^v^A-itf 
-N' - [1- ( t -y h^v-^/l^rvW) fcT 
^y v 5 ^- 2 — tVU^/l"] -1, 4—-f9>*JT%> 
[ft3 3] 
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Bocr^i 



i i i) X-'&tcik'&Vd (3 3. 5g, 8 b f? 1 mm o 
1) £CH 2 C 1 2 (5 0 0ml) lC?gft?U 1 i 

i i) <0\\&m± -T ^ J *<f-fr- 1 - Hy^/l/t^r 
S/#/V#=/lO (2 1. 7g, 8 7. 1mm 

0 1) *Jq;L2WrM*#Lfc ft ttEEMttU M«:Me 
OH (5 0 0ml) CigSU, NaBH 4 (4. 95 

g, 0. 13mol) £*Px.l 4B$PaS#UfCo TkSrSD 
jifcfiL MBEMBU CHClg-CttWU ^fPNaH 
C0 3 *»«-eafi»U MgS0 4 TKilto Mffffif® 
U »i/^W7^nvh^77^ (CH 
Cl 3 /MeOH=50/l-10/l) -CfSSU M 
fei^i:lt*Ift^*2 4. 5g (4 5. 6%) 

mc 0 

1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 44 (s, 18H), 1. 5-4. 2 (m, 30 
H),5. 12(s,2H),7. 3-7. 4 (m, 5H). 

v) N, N' - ( t h^V^A-tf^A-) -N- 
[ 1 - (^l/^JV^i/XfriS^jV) t^U V- 4 - 
-YA^^VKI -N' - [1- (t -:/h^v-#/l^~ 
;V) fcV<y ^-2-^ A-^^VV-] -1, 4-^^>'v ? 

r 

[ffc3 4] 

1 v) -Cntcit&Vo (^S. 5g, 39?°?mmol) 
$rCH 2 Cl 2 (5 0 0ml) M2gfl?U (Boc) z O 

(10. 4g, 47. 7mmol) ^Di30fWL 

7^— (AcOEtAHy=l/2) t«L, $S 
fi^^I^ br^jg>fb^^l 9. 8g (6 9. 5%) 

1 H-NMR(CDC1 3> 400MHz) 5 :1. 44 (s, 27H), 1. 5-4. 2 (m, 30 
H) , 5. 12 (s, 2H) , 7. 3-7. 4 (m, 5H) 

v i) N, N ' ( t -~f h*r\/j3JVtf^;v) -N 

- [l- (t-^K^/^M t'^y^y- 2 - 

-fA^^A] — N ' — (t°^U v>>--4 -'TA'^^vU) 

-l, 4 -y^ ^ V 

Mk3 5] 

_ ?^r^ 

v)-e#fcft^(A c 8g, 2 7.% , mmol) Sr 
MeOH (300ml) MSA? U 10%Pd-C (2 
g) *JD*Sf**»a5cLfe. AUK«rtt«L, ttffi&tt 
flE»»U «ltftifitt«itb-C*JH^««ri 5. 9g 
(9 9%) ntc 0 

VNMlUCDCl^OOMHz) 6 :1. 44 (s,27H), 1.5-4. 5(m,31H). 



ftMI (FAB-MS) m/z : 5 8 3 (M+ 
H) + . 

N, N' -e* ( t -N- 
[ (2S) -1- (t-r/h^tf/M^u) fcTuy^ 
2— f A-^/Kl — N* - (fc'^y v^-4 --f A- 

^a-) -i, 4 — -f^ls^TX^ 
Ifb3 6] 




1 H-NMR(CDC1 3 ) 5 : 1. 44 <s, 9H) , 1. 45 (s, 18H), 1.50-2.02 
(id, 14H) , 2. 83 (m, 2H) , 2. 95-3. 40 (m, 10H) , 3. 45 (m, 2H) , 3. 9 
0(m, 1H). 

(FAB-MS) m/z: 5 6 9 (M 

+ H) + 

mmmi 

N- i/jr n^^A^^A—N' - [1- ( 1 —T^^ 
/isT-t^/l") fc'^y v ? y-4--f A-^^A^] -1, 4 — 

i) N- [1- (1 -^^A'Tir^vu) ^Uv?y- 
Mb 3 7] 



N- (b°-<y v>>-4 -^A^^AO :7*A~f $ K S 
B&K (8. 0 g, 3 2. 8mmo 1 ) . 1 - 7 ^-AflF 
m (6. 0 9 g, 3 2. 8mmo 1) , EDC (8. 1 
8 g, 4 2. 6mmo 1) £CH 2 C 1 2 (200ml) 

\^mm Lmmr, e t 3 n ( 2 4 m 1 ) 

L/Co 7k, 1*S*», fl&fn£**-C*i£ U Na 2 S 

CVCttflfcU WffiJMBLfc. RStrEtOH 

9 WttA U 9. 5g (69 

%) »fc. 

M/S. 13 7-140 

1 H-NMR (CDC1 3 , 400MHz) 5 :1. 11-1. 25 (m, 2H), 1. 60-1. 72 
(m, 2H) , 2. 00 (m, 1H) , 2. 63 (m, 1H) , 2. 93 (in, 1H) , 3. 57 (d, J= 
6. 8Hz, 2H) , 3. 85 (m, 1H) , 4. 14 (s f 2H) , 7. 29-7. 54 (m, 4H) , 7. 
72-7. 97 (m, 7H). 

i i) 4-7^;>f^-i - (l —ryj-jVT-t?- 

;V) t°^y^> 
UtS 8] 
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• 



[ft 4 0] 




0^ NH 2 



Tl 



i) (3. Og, 7. 2 8mmol)£E 

tOH (5 0ml) *C}gfi¥U tK9^V— *W4fc (3 
ml, 60mmol) Sr*P^L, 8 O^-C 2«fIB«»L 
/Co **P«. U ffi^*«ffi«*gb;/c 0 C 

HCl 3 eol U S^£«ffift*gU 

mmit&®)*2. o g #fc 0 
fikj£. 108-11 ot: 

1 H-NMR (CDC1 3 , 400MHz) 6 :0. 92-0. 96(m, 1H), 1. 09-1. 13 
(m, 1H) , 1. 55-1. 64 (m, 3H) 1. 76 (m, 1H) , 2. 55-2. 63 (m, 3H) , 
2. 95 (m, 1H) , 3. 84 (m, 1H) , 4. 15 (s, 2H) , 4. 72 (m, 1H) , 7. 31 
(d, J=6. 8Hz, 1H) , 7. 40 (m, 1H) , 7. 51 (m, 2H) , 7. 76 (d, J=7. 8H 
z, 1H) , 7. 85 (d, J=7. 8Hz, 1H) , 7. 97 (d, J=8. 3Hz, 1H) . 
i i i) 4 - [ N- (4-T;;/f;V) -N- (t 
-7h *^3uv^=l;v) T ^ J * 5vW ] - 1 - ( 1 - 

-r y ^ a-t -tr f/u) t°^< v 

Ut3 9] 



0 




Boc 



i i ) -Q'&tzik&m ( 5 . 6 g , 2 0. O mm o 1 ) t 
N- 7^;W ^ K (5. 6g, 2 

0. Ommo 1 ) £rTir H^. MJyv (10 0ml) ic*g 

tfcSt) (5g) «rip*5 ot:"e-««i*ufco 

fc. CMCH 2 C1 2 (5 0ml) fc»#U (Bo 
c) 2 0 (4. 36g, 20. 0 mm o 1 ) £r#Px.7c 0 

«jE«asu is^^^7A^n 

^ (^fy/AcOEt = l/2) ~C» 

Kb, fi4*»8gSrftfc 0 *t^ft*EtOH (5 0 
ml) CS»U t K7^>-7kf0«) (4ml, 8 0m 
mo 1) SrAPX., 8 0^2B$Rfljg#b?Co »*P«. 

^n-^h>/7^><— (CHCl 3 /MeOH=4/l) 
"CW8SIU *»fr&**5. Og (5 5%) ftfco 
1 H-NMR(CDCl 3 ,400MHz) 8 : 1. 40(s, 9H) f 1. 16-1. 68 (m, 9H), 
2. 55-2. 69 (m, 3H) , 2. 92-3. 10 (m, 5H) , 3. 80 (m, 1H) , 4. 13 (s, 
2H) , 4. 66 (m, 1H) , 7. 28-7. 52 (m, 4H) , 7. 74 (d, J=8. 3Hz, 1H) , 
7. 83 (d, J=7. 3Hz, 1H), 7. 95 (m, 1H) 

i v) N— ( t b^v'^/U^A') — N ' -is?u 

^->;Mf^-N- [1- (1 —ry^^r^^M 

t°-<y if^—A-JAr* ^vl^] -1, 4-^y^T; 

7C*»*ff ( C 29 H 43 N 3 0 • 2 H C 1 
W-Wtt; C, 66.65 ; H, 8.63 ; N, 



02 "" 



tttfM-*iHJA' (0. 3 2ml, 3. 5 2mmol)£r 
CH 2 C1 2 (2 0ml) fcl*A?U - 7 8^^*11 b 
fc 0 DM SO (0. 5 6ml, 7. 2 5 mm o 1 ) Sr*P 
;t55H&. v-^n— ^r^>-^^y~/U (0. 3 9ml, 
3. 20mrao 1) ^)CH 2 C1 2 (5ral) ©S^riDi 
ft 0 3 0^fEt 3 N (2. 24ml, 16. 13 
mmo 1) *rJD;t, £fcfc:30#«#«, MCMt 

fee *SrJni, ch 2 c i 2 -ertfflu fiSftftffiTk-cffii*- 

flL Na 2 S0 4 t?ftiU SJBES^b^Co g»£2lttfll 
l<£>i i i) (Dik^tfo (0. 9 0g, 1. 9 8 mmo 
1) £CH 2 C1 2 (6 0ml) fcl*A?U l^ai* 

^JB8«gb/c 0 M^MeOH (30ml) KJg#P 
U NaBH 4 (0. 3 9 8 g x 10. 56 mm o 1 ) 
*ifl;t*»^2l*n»#Lfc. *^*Px., «EE»«SU 
CH 2 ci 2 -cttffiu ftfti^iSTK-ejjfcJ^a. Na 2 S0 4 
■CttflikU WEflMfbfCo 8*«rvy*^7A^D 
^ Y^fy-y (CHCl 3 /MeOH=3/l) "C» 
KU *Hft^«Sr0. 30 g (8 2%) #fc 0 
1 H-NMR(CDC1 3 , 400MHz) 6 :0. 87 (m, 2H), 1. 10-1. 28 (m, 4H), 

1. 42 (s, 9H), 1. 52-1. 74 (m, 10H), 2. 43 (m, 2H), 2. 61 (m, 4H), 

2. 91-3. 13 (m, 4H) , 3. 84 (m, 1H) , 4. 15 (s, 2H) , 4. 70 (m, 1H) , 
7. 31-7. 56 (m, 4H), 7. 76 (d, J=8. 3Hz, 1H) , 7. 86 (m, 1H) , 7. 99 
(m, 1H). 

v) n^^A^^vW-N' - [1- ( 1 - 

-ry^;^T^;^) txy *Jis-4 -^;^^^/^\ - 
1, 4-^^r^;ySil 
Mb 4 1] 

06 h 

i v) "Cftfcft^ft (0. 3 0g, 0. 5 5 mmo 1) 
£E t OH (6ml) t£*gfl?U (3ml) SrJO 

Sii-^r^icJ: t). ^JS-fb^SrO. 2 0 g (70%) 

2 3 4-2 3 6t 
X H-NMR (CD 3 0D, 400MHz) 5 : L 01-1. 33 (m, 6H) , 1. 68-2. 01 
(m, 10H) , 2. 73 (m, 1H) , 2. 83 (d, J=6. 8Hz, 2H) , 2. 87 (d, J=7. 3 
Hz, 2H),3. 12 (m, 1H), 4. 05 (ra, 1H),4. 22 (m, 2H),4.62(m, 1 
H), 7. 31-7. 53 (ra, 4H), 7. 78 (d, J=8. 3Hz, 1H), 7. 86 (m, 1H), 
7. 97 (d, J=7. 8Hz, 1H) . 

t b"C) 

8.04 ; CI, 13. 57 
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USHit 66. 68 8. 76 

«4#*fffi (FAB-MS) m/z 

<&J*«fe2 

i) N, N' -e^ (t -7 Y^U/XsiS—jV) -N- 
S/^ ^^i✓/^7<5 : vl'-N , - [1- (l-^^vKT 
ir^vw) h°-<y^v-4 — f/i^5vKl -1, 4-:/* 

[ft 4 2] 




Boc 



1 — ^^vuBSfc ( 1 . 1 1 g . 6 . 0 mm o 1 ) . # 

6 CO i v ) (Dik-g-go ( 2 . 8 9 g , 6 . 0 mm o 
1) <tHOBt (1. 62g, 12. Ommol) t N 
MM (1. 3ml, 12. Ommo 1 ) £CH 2 C 1 

2 (2 0. 0ml) KUgflfU TkftTEDC (1. 7 3 
g, 9. Ommo 1) SrflPx.. SflT?- #flt#Ufc 0 « 
JHWtU *B0iAcOEfCafflU SlPNaHC 
0 3 7k*«, 2*£*:*^Bfefc*»u 

U Na 2 S0 4 tm SJEiRaSLfco »atSr^y* 
yW9A^Pvh?77^- (^tVAcOEt 
= 3/2) -eflHtU *«{b^*Sr2. 20g (57 
%) 

1 H-NMR (CXI 3 , 400MHz) 6 : 1. 43(br s, 18H), 1. 00-1. 85 
(m, 19H) , 2. 61 (m, 1H) , 2. 91-3. 16 (m, 10H) , 3. 84 (m, 1H) , 4. 1 
6(s, 2H), 4. 70 (m, 1H), 7. 31-7. 56 (m, 4H), 7. 76 (d, J=8. 3Hz, 
1H) , 7. 86 (d, J=7. 8Hz, 1H) , 7. 98 (m, 1H) 
i i) 

i ) -e#fcfc<a***rt»i fciw«te, oci 

3ttffll2 

N- [1- (l-t7^urtf-;i/) v^- 4 - 

-f/^^^/V-] -N' - (tf^JJ^V — 4 — r^^Vl") 

i) 4 - [N- [4- (T-feh^v-) T/^/U] -N- 
(t -:/h*->#/i'#=/i') ^vu] - i- (i 

— ^^^/ur-fe^/^) t'-<y v^y 

[ft 4 3] 



l^«ffil<Z)i i) cDft^ 



Boc 



(2. 0 5 g, 

7. 28mmol) t4-^n^fA Tirx— h 
(0. 80ml, 5. 46mmol) £r Tir b ~ b U 
(50ml) ICKWU 50%7y<Wy!>A-t7^ 

h (T/l'K'lyfttW (3g) ^*DX, 501C-C48 



8. 09 13. 53 

4 5 0 (M + H) * 

tz 0 »jtiCCH 2 C l 2 S:JDx., SMT, (Boc) z O 
(2. 38g, 10. 92 mm o 1 ) «rJDx.^ 0 2 4^ 

h?y74— (CHC 1 3 /Me OH= 9 9/1) -C«f 
»U «JBft-&to«r 1 . 3 0 g (48%) 
X H-NMR(CDC1 3 , 400MHz) 6 :L 43(s, 9H), 0. 92-1. 90 (m, 9H), 
2. 04 (s, 3H) , 2. 60-3. 15 (m, 6H) , 3. 82 (m, 1H) , 4. 06 (t, J=6. 0 
Hz, 2H) , 4. 16 (s, 2H) , 4. 68 (m, 1H) , 7. 32 (d, J=6. 8Hz, 1H) , 7. 
42 (m, 1H) , 7. 54 (m, 2H) , 7. 77 (d, >7. 8Hz, 1H) , 7. 87 (d, J=7. 
8Hz, 1H),7. 99 (m, 1H). 

i i) 4- [N- ( t -Zf h^^A/Uafcsi/U) -N- 
(4-t KP^f;W) T^y^^/W] -1- ( 1 - 

[ft4 4] 




i ) -C#fcft^fe> ( i . 3 O g , 2 . 6 1 mm o 1 ) £r 
Me OH (5 0ml) UL»*¥U i©PJcOK 2 C 0 3 ^r*D 

UfCo ^MAcOEt«U Na 2 
so 4 -e«*u j*EE«StU *«ft<&*Srl. Og 
(8 4%) #fc e 
1 H-NMR (CDC1 3 , 400MHz) 5 : 1. 43(s, 9H), 0. 92-1. 90(m, 9H), 
60-3. 17 (m, 6H) , 3. 66 (t, J=5. 8Hz, 2H) , 3. 82 (m, 1H) , 4. 16 
(s, 2H) , 4. 68 (m, 1H) , 7. 32 (d, J=7. 3Hz, 1H) , 7. 42 (m, 1H) , 7. 
54 (m, 2H) , 7. 77 (d, J=8. 3Hz, 1H) , 7. 87 (d, J=7. 8Hz, 1H) , 7. 9 
9(m, 1H). 

i i i) 4- [N- (t-7 ? h^r^;V^) -N- 

(4»t^yyf;w) 7^^;H - l- (l—f? 

[ft 4 5] 

0 _ 

j^N^^^g^^CHO 



CO 



ffiftsMrf-y/l' (0. 2 4ml) £rCH 2 C 1 2 (20m 
1) l:g»l-7 8tCft9UCo DMSO (0. 4 1 
ml, 4. 8mmo 1 ) SrAOx. 5 ^MSfl* U i i ) "C 
*#fcft-&» (1. Og, 2. 19mmol) ^Px.fc c 
3 0#W«*mS, Et 3 N (1. 7ml, 12. 24m 
mo 1) &1W?Ltz 0 £tb\£3 0&mt&W&, MLfcJMB. 
Lfc e MMCH 2 Cl 2 tttWU fiaftftffiTk^ft}* 
tft, Na 2 S0 4 T»U JftEJMBLfco MMr^y* 
>f/W7 n-^ h^?:7>f — (^fy/AcOEt 
= 1/2) "CfiSgSU fcfflft-g^&O. 7g (7 1%) 
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X H-NMR (CDCI3, 400MHz) 6 : 1. 43 (s, 9H) , 0. 92-1. 90 (m, 7H) , 
2. 44(t,2H),2. 60-3. 17(m,6H),3. 82 (m, 1H),4. 16(s, 2H), 
4. 68 (m, 1H) , 7. 32 (d t J=7. 3Hz, 1H) , 7. 42 (m, 1H) , 7. 54 (m, 2 
H) , 7. 77 (d, J=8. 3Hz, 1H) , 7. 87 (d, J=7. 8Hz, 1H) , 7. 99 (m, 1 
H),9. 77 (s, 1H). 

i v) N- (t-^fb^^/^^/U) — N ' - [ 1 - 

fV\ -N- [ 1- (l-^^^r-fe^yw) 

V-4 — f/V^^yU]-l, 
[ft4 6] 



CO 



Boc 



i i i ) -C#/cft-6^ ( 0 . 3 0 g , 0 . 6 1 mm o 
1) . 4-7^/^^-1- (t -^h^v^/l^- 
/U) fcV^y (0. 1 3 g, 0. 6 1 mmo 1 ) SrC 
H 2 C1 2 »U *»T* 3 0 4>KHt#bfc. «jK«r 

WES*U ^S^rMeOHI^gU S1T> N a B 
H 4 (0. 1 1 4 g, 3. Ommo 1) SriO*. 1 B#RI] 

HCl 3 T*at±lU »ftlAJfclC"Casi^a, Na 2 S0 4 "C 

tt«u mewbu mmit&mzo. a 2 1 g 02 
%) #fc 0 

7C*4>*f (C 28 H 42 N 4 0 • 3HC 1 



1 H-NMR(CDC1 3> 400MHz) 5 : 1. 41 (s, 9H), 1. 43 (s, 9H), 0. 92- 
1. 90 (m, 14H) , 2. 60-3. 17 (m, 12H) , 3. 84 (m, 1H) , 4. 13 (m, 2 
H) , 4. 16 (s, 2H) , 4. 71 (m, 1H) , 7. 32 (m, 1H) , 7. 42 (m, 1H) , 7. 5 
4 (m, 2H) , 7. 77 (d, J=8. 3Hz, 1H) , 7. 87 (d, J=7. 3Hz, 1H) , 7. 99 
On, 1H) 

v) n- [l- (i—ry^/vr±^/v) tr^yi?^- 
4 — ^/u] -n' - (tr^y v^v-4-^/w^^ 
/v) -l, 4-^yv?r^y 

[ft 4 7] 



NH 



0 H j v 

co H 

i v ) -C#7Ub£* (O. 27g, 0. 414 mm o 
1) SrEtOHfcjgiULaiT, (2ml) £j@ 

JB{fr&»S:0. 15g (6 5%) #fc. 
1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 09-1. 21 (m, 2H), 1. 50-1. 56 
(m, 2H), 1. 74-2. 14 (ro, 10H), 2. 70-3. 16 (m, 12H), 3. 42 (m, 2 
H) , 4. 04 (m, 1H) , 4. 22 (d, J=16. 1Hz, 1H) , 4. 25 (d, J=16. 1Hz, 
1H) , 4. 62 (m, 1H) , 7. 32 (d, J=7. 3Hz, 1H) , 7. 42 (m, 1H) , 7. 52 
(m, 2H) , 7. 78 (d, J=8. 3Hz, 1H) , 7, 87 (m, 1H) , 7. 98 (d, J=7. 8H 
z, 1H). 

t LT) 



ft^fi; C, 59.10 ; H, 8.15 ; N; 
59. 02 7. 97 

Jf*##H! (FAB-MS) m/z : 

N-i/^D^v'^f/U-N' - [1- (6-t Kn 
3r>>-2, 5, 7, 8-fF7^Wn7y-2->f 
yp^/V/K— /L-) tr-< y 4 — fyw^ - 1 , 4 

[ft 4 8] 

TC^^W (C 31 H 51 N 3 0 3 • 2HC 
fffffi; C, 61.57 ; H, 9. 17 ; N 
Hffefi 61.93 9.42 

Kft^WfEt (FAB -MS) m/z : 

^Jfef0 4 

N-*>^ n^drvvW^A'-N' - [ 1- (2, 3- 
^^^=/U^nfc°^-r:/U) b°-<y S^- 4 -^f/u^f- 

/u] - 1, 4-/^y^r;y 
[ft 4 9] 



9.85 ; CI, 18.69 
9. 98 18. 61 

4 5 1 (M + H) * 



HO 




H 

1 H-NMR (CD 3 0D, 400MHz) 6 : 1. 02-1. 79 (m, 22H), 1. 57 (s, 3 
H) , 2. 04 (s, 3H) , 2. 12 (s, 3H) 2. 14 (s, 3H) , 2. 54-3. 15 (m, 14 
H). 

1 • H s O t It) 

, 6.95 ; CI , 11.73 

6.66 11.49 

5 14 (M+H) + 

1 H-NMR(DMS0-d 6 , 400MHz) 5 :0. 15 (m, 0. 5H), 0. 79 (m, 0. 5 
H) , 0. 93 (m, 2H) , 1. 10-1. 17 (m, 3H) , 1. 35-1. 90 (m, 13H) , 2. 
40-2. 93 (m, 10H) , 3. 30 (m, 1H) , 3. 90-4. 07 (m, 2Heq) , 4. 25- 
4. 40 (m, 2H) , 7. 13-7. 35 (m, 10H) , 8. 75-8. 90 (m, 4H, N H "H 2 ) . 
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7t%ftVr (C 32 H 47 N 3 0 • 2HC 1 t LT) 

tfSHK; C, 68.31 ; H, 8. 78 ; N , 7. 47 ; CI , 12.60 
^HMtt 68.03 8.72 7.11 12.80 

K*##HI (FAB-MS) m/ z : 4 90 (M+H) + 
%WS^ 5 1 H-NMR(400MHz, CD 3 0D) 6 :0. 88-1. 23(m, 3H), 1. 23-1. 42 

- [i- ( a -7^- (m,5H),1.65-1.98(m,12H),2.74-2.95(iii,5H),2.95-3.21 
tV'y^-f^^ JV) fc^y *J^- 4 — (JV* f-jv} - 1 , ( m , 5H), 4. 10-4. 25(m, 1H), 4. 52-4. 67 (m, 1H), 6. 76(s, 1 

4-y^>'i ? T$> H,),7.05-7.40(m, lOH.Ar). 

[ft5 0] 



TtmftVr (C 32 H 45 N 3 0 • 2HC 1 -0. 2H z O t b"C) 
ffgC^lt ; C, 68.12 ; H, 8.47; N, 7.45; CI, 12.57 
^fHfi 68.09 8.48 7.28 12.57 

H*##HiI (FAB-MS) m/z : 4 8 8 (M+H) 
6 1 H-NMR (DMS0-d 6 , 400MHz) 6 : 0. 65 (qd, J=l 1. 72 and 3. 41H 

N- [1- [3, (4 -7/\sJrxi7^=~;\s) T z, 0. 5H), 0. 86(qd, J=ll. 72 and 3. 41Hz, 0. 5H), 0. 93(q, J= 

^l)n^;v] tVyv?y-4-^f/V^f;V] -N* — > 11. 72Hz, 2H), 1. 12-1. 25(m, 2H), 1. 55-1. 90(m, 15H), 2. 40- 

$ 1 , 4 — zf# ls*JT ^ ^^MM 2.93(m, 10H), 3. 85 (d, J=13. 18Hz, lHeq) , 4. 27 (d, J=12. 70H 

1^5 1 ] z, lHeq),6.52(s, 1H, ) , 7. 17-7. 28 (m, 3H) , 7. 33 (dt, J=8. 79 

and 2. 44Hz, 1H) , 8. 70-8. 95 (br, 4H, N%) . 



tcPI^W (C 32 H 43 N 3 OF 2 • 2HC1 t LT) 

ffSffi ; C, 64.42 ; H, 7.60 ; N, 7.04 ; CI, 11.88 

URtt 64.13 7.62 6.97 12.00 

WAftVfm. (FAB-MS) m/z : 5 2 4 (M+H) + 

mmm i p ieo t 

N- [1- [fc*^ (4-tKo^>7x=.;H Tirf 1 1 H-NMR (CD 3 0D, 400 MHz) 6 : 0. 79 (ddd, J = 24. 7, 12.0, 

/W] b°^<y v ? >-4--Y/V^^/V] — N* -i/^n— 3r 3.4 Hz, 0.5H), 0.99-1. 39 (m, 7.5 H), 1.62-1. 90 (m, 10 H), 

*>7M fvU- 1 , 4 —rf& ls*JT > 1. 98 (br s, 1H), 2. 69 (m, 1H), 2. 79-2. 90 (m, 4H), 2. 97-3. 07 

[fb5 2] (ra,6H),4. 13 (d, J =13. 7Hz, 1H), 4. 62 (d, J =13. 7Hz, 1H), 

5. 25 (s, 1H) , 6. 70 (d, J =8. 8 Hz, 2H) , 6. 74 (d, J =8. 3Hz, 2 



H) , 6. 95 (d, J =8. 8Hz, 2H) , 7. 04 (d, J =8. 3Hz, 2H) . 



O ^ H 



jtmftVf (C 31 H 45 N 3 0 3 - 2. 2HC1 • 1H 2 0 t L~C) 
trSfit; C, 61.45 ; H, 8.18 ; N, 6.93 ; CI, 12.87 
H0H£ 61.64 8.15 6.64 12.75 

SS^Wfil (FAB-MS) m/z : 5 0 8 (M+H) * 

mmms ut5 3] 

N- [1- [fcf* (4-* F^V7x^) Tir^/P] 
4 -^yW^^/U] — N ' — u^^is/ls 
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*2 



Ojl 



271-272t 



TtmftVr (C 33 H 49 N 3 0 3 - 2. 0 • 
f+*ffi; C, 65. 12 ; H, 8.45 ; N, 
Hint 64. 92 8. 46 

W&ftVrm (FAB -MS) m/z 

MM 9 

N-i^n^^/^^/U-N' - [1- [ (4-fcK 
D^>7x=;V) % (4 h^v^^—A-) Tir^- 
/U] fcV<!J v^-4 — f/U^^/W] -1, 4-^^Vi^ 

[ft5 4] 



*OJt 



1 H-NMR (CD 3 0D, 400 MHz) 5 : 0. 81 (m, 1H) , 0. 99-1. 40 (m, 7 
H), 1.63-1. 88 m, llH),2.00(m, 1H),2. 70 (t, J =12. 2Hz, 1 
H) , 2. 85 (m, 4H) , 3. 03 (m, 5H) , 3. 76 (s, 3H) , 3. 77 (s, 3H) , 4. 1 
3(br d,J =14.2Hz, lH),4.63(br d, J =13. 2Hz, 1H),5.33 
(s, 1H) , 6. 83 (d, J =8. 2Hz, 2H) , 6. 88 (d, J = 8. 8Hz, 2H) , 7. 
05 (d, J =8. 3Hz, 2H) , 7. 14 (d, J =8. 8Hz, 2H) 

HC1 t LT) 
6.90 ; CI, 11.65 
6.80 11.78 

: 5 3 6 (M+H) + 

1 H-NMR(CD 3 0D, 400 MHz) 6 : 0. 70-0. 90 (m, 1H) , 0. 97-1. 40 
(m, 7H) , 1. 61-1. 88 (m, 1 1H) , 1. 99 (m, 1H) , 2. 69 (t, J =12. 7H 
z, 1H), 2. 80-2. 89 (m, 4H), 3. 31 (s, 5H), 3. 76 (d, J =5. 9Hz, 3 
H),4. 13 (br d,J =12. 7Hz, 1H), 4. 63 (br d, J =12. 7Hz, 1 
H) , 5. 28 (s, 1H) , 6. 70 (br d, J =7. 8Hz, 1H) , 6. 74 (br d, J = 
8. 6Hz, 1H) , 6. 82 (br d, J =7. 8Hz, 1H) , 6. 87 (br d, J =8. 3H 
z, 1H) , 6. 96 (br d, J =7. 8Hz, 1H) , 7. 01-7. 08 (m, 2H) ,7.12 
(d, J =7. 8Hz, 2H). 



OH 



ro 



ycmftVr (c 32 h 47 n 3 o 3 - 2. 0 • 
fr^ffi; C, 61.47 ; H, 8.45 

m%km 6i. 39 8. 59 

«*»*T* (FAB-MS) m/z 

mmm i o 

N-v^ N * — [ 1— [a— (-> 

- 1 , A--7$ZsVT%^ 

[ft 5 5] 



HC 1 • 1 . 7H 2 0 t It) 
; N, 6.72 ; CI, 11.34 

6.56 11.46 
: 5 2 2 (M + H) + 
2 6 0 t 

1 H-NMR (CD 3 0D, 400 MHz) 6 :0. 33(ddd, J = 24. 9, 12. 7 an 
d 3. 9 Hz, 0. 5H) , 0. 75-1. 40 (m, 13. 5H) , 1. 58-2. 13 (m, 17 
H) , 2. 53-2. 70 (m, 2H) , 2. 83-3. 17 (m, 8H) , 3. 60 (dd, J =10. 3 
and 6. 4 Hz, 1H) , 4. 23 (m, 1H) , 4. 53-4. 63 (m, 1H) , 7. 19-7. 
32 (m, 5H, Ar) 




Ttmftffi (C 31 H 51 N 3 0 ■ 
ftJMB; C, 67. 13 ; H, 

mmm 66. 91 

»S##H! (FAB-MS) 



2 HC 1 t It) 
9.63 ; N, 7.58 ; 
9. 47 7. 72 



4 8 2 



CI, 12.78 

12. 94 
(M + H) * 



1 1 



N-V^ n — 3rvvl^5vl'-N' - [ 1- [a- (S/ 
[ft 5 6] 




JijO 



H 



A H-NMR (CD 3 0D, 400 MHz) 6 : 0. 23 (m, 0. 5H) , 0. 90 (m , 0. 5 
H) , 0. 98-2. 00 (m, 28H) , 2. 49-2. 68 (m, 3H) , 2. 79-3. 14 (m, 5 
H),3. 65(dd,J =10.3 and 6. 4Hz, 1H),4. 23 (t, J =12. 5Hz, 
1H) , 4. 58 (dd, J =27. 8 and 13. 2Hz, 1H) , 7. 19-7. 34 (m, 5H, 
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Ar). 



7C*5Mfr (C 30 H 49 N 3 0 - 2HC 1 fcLT) 



tUMI ; C, 66.65 ; H, 9.51 ; 

mmm 66. 57 9. 59 

KS^flftt (FAB -MS) m/z 

Sfettffll 1 2 

-3- ^n^/^Vl/] 
— T^^^/U] -1, 4-'7?>i?T^>' 
[ft5 7] 



N, 7.77 ; CI, 13. 11 

7. 70 13. 11 
: 4 6 8 (M + H) * 

1 H-NMR (CD 3 0D, 400MHz) 6:1. 01-1. 33 (m, 6H), 1. 69-2. 11 
(m, 14H) , 2. 83-3. 06 (m, 10H) , 4. 36 (m, 1H) , 4. 69 (m, 1H) , 7. 2 
0 (d, J=15. 6Hz, 1H) , 7. 48-7. 58 (m, 3H) , 7. 87-7. 91 (m, 3H) , 

8. 19 (m, 1H) , 8. 42 (d, J=15. 6Hz, 1H) . 




•S-O 



H 



5c*#*f ( C 30 H 43 N 3 0 



2HC 1 

ffSffi ; C, 66.50 ; H, 8.52 ; N, 
nWim. 66. 63 8. 40 

W&ftVtm (FAB-MS) m/z : 



1 3 



N-v-^ n^3rvvl^^vV-N' - [1- [3- ( 1 - 
[ft5 8] 



• 0. 4H z O i: tt) 

7.76 ; CI , 13.09 
7. 61 13. 05 

4 6 2 (M+H) + 

^-NMR (400MHz, CD 3 0D) 6 :0. 52-0. 71 (m, 1H), 0. 86-1. 11 
(m, 2H), 1. 47-1. 58 (m, 1H), 1. 63-2. 00 (id, 14H), 2. 45-2. 61 
(m, 1H) , 2. 70-2. 92 (m, 7H) , 3. 35-3. 48 (m, 2H) , 3, 65-3, 69 
(m, 1H) , 4. 46-4. 62 (m, 1H) , 7. 30-7. 59 (m, 4H) , 7. 68-7. 78 
(m, 1H) , 7. 81-7. 91 (m, 1H) , 8. 02-8. 14 (m, 1H) 




mmm 1 4 

N- [1 - 
v>>--4- 
- 1, 4 
[ft5 9] 



CU 



ro 



Ttmfttif ( C 30 H 45 N 3 0 
fh^fit ; C, 66.70; H, 

mmm 66. 6 1 

JCft^Wffi (FAB-MS) 



• 2HC 1 • 0 
8.84; N, 7.78 
8. 99 
vsx/ z 



2H 2 0 £ It) 
CI, 13. 13 
7. 76 13. 23 

: 4 6 4 (M+H) + 



^-NMR (400MHz, CD 3 0D) 6 :0. 82-1. 41 (m, 18H) , 1. 50-1. 98 
(m, 24H) , 1. 99-2. 13 (m, 1H) , 2. 52-2. 70 (m, 2H) , 2. 70-3. 18 
(m, 6H) , 3. 22-3. 36 (m, 2H) , 4. 20-4. 34 (m, 1H) , 4. 59-4. 72 
(m, 1H) 




eu- 



ro 



7c3i#W (C 31 H 57 N 3 0 • 2HC 1 * 0. 6H 2 0 t LT) 
fi+»fi ; C, 65.77; H, 10.61; N, 7.42; CI, 12.52 
H®Hfi 65.68, 10.77, 7.38, 12.58 

Wfi#Wlfi (FAB-MS) m/z : 4 8 8 (M+H) + 



II 5 
T-^^/u) 
UtS 0] 



^^v-A^^V^-N' - [1- (^^m^i/U 




^ H 



2 H-NMR (CD 3 0D, 400MHz) 6 :0. 78-1. 34(01, 7H), 1. 64-1. 98 
(m, 13H) , 2. 71 (m, 1H) , 2. 84-3. 17(m, 9H) , 4. 13 (m, 1H) , 4. 64 
(m, 2H) , 5. 47 (s, 1H) , 7. 15-7. 35 (id, 10H) 
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7G*5Mfr ( C 31 H 45 N 3 0 • 2HC1 t b"C) 

fHHH ; C, 67.87 ; H, 8.63 ; N, 7.66 ; CI, 12.92 



Hl^ifi 67. 76 8. 70 

W&ftVfm (FAB-MS) m/z 



1 6 



N-is? n^^f ^-/U-N' - [1- {i/y^^/V 

[ft 6 1] 



7. 62 12. 81 

4 7 6 (M + H) + 
1 H-NMR (CD 3 0D, 400MHz) 8: 0. 70 (m, 1H) , 1. 00-1. 45 (m, 5 
H), 1. 70-2. 00(m, 14H), 2. 65-2. 85 (m, 6H), 2. 90-3. 10(m, 4 
H) , 4. 37 (m, 1H) , 4. 61 (m, 1H) , 7. 29-7. 42 (m, 10H) 




' H 



7tm$tm ( C 31 H 45 N 3 0 2 • 2 HC 1 • O 

C, 65.73; H, 8.40; N, 7.42; CI, 12.52 
65.48 8.29 
W*#Wffi (FAB-MS) m/z 

mmm 1 1 

n- [1 - [r^y (^y^^/u) r-fe^v] t^y^ 

1, 4 >^T S > 

Hb6 2] 



1 h 2 o £ tr) 



7. 22 12. 46 

: 4 9 2 (M + H) + 

^-NMR (DMS0~d 6 , 400MHz) 6 :0. 90 (m, 2H), 1. 15 (m, 4H), 1. 5 
5-1. 90 (m, 14H),2. 53-2. 90 (m, 10H),3. 15(m, lH),4.51(m, 1 
H), 7. 47-7. 65 (m, 10H, Ar), 8. 75-9. 10 (br, 7H, N*H) 




H V - V 



7C3 



(C 31 H 46 N 4 0 



3HC1 

ff WW ; C , 56. 76 ; H , 8. 48 ; 

mmm 56. 47 8. 52 

Sft##HfL (FAB-MS) m/z 

%mm 1 8 

N->>^n— ariy/U^^^- N' - [1~ [ (5-^ 

;i/to^fyK-;v-3 — f/u) Tir^vKl t^Dv'y- 

4-^T/W^^W] -1, 4-^^^v^T^^ 
[ft 6 3] 



•3. 1 H 2 0 t tt) 

N , 8.54 ; CI , 16.21 
8.48 16.51 
4 9 1 (M + H) * 

1 H-NMR (CD 3 0D, 400MHz) 6 : 1. 01-1. 33 (m, 7H), 1. 71-1. 98 
(m, 13H)2. 66-3. 17 (m, 10H), 3. 79 (d, J=15. 1Hz, 1H), 3. 89 
(d, J=15. 1Hz, 1H) 4. 13 (m, 1H) , 4. 58 (m, 1H) , 6. 89 (m, 1H) , 
7. 19 (s, 1H),7. 23-7. 31 (m, 2H) 



tMMI ; 



2HC 1 • 1 H 2 0 £ IT) 



C 27 H 41 FN 4 0 
C, 59. 22 ;H, 8.28 ;N, 10.23;C1, 



II 9 
N- [1- (2- 

iy/^y ^vu- 1 , 

[ft6 4] 



59. 46 8. 30 
Rft#*Hf[ (FAB-MS) m/z 

4 — r/vy^/W] -N' -V^n-v^r 



9. 98 
4 5 7 



12.95 ;F ,3.47 
13.10 3.06 
(M + H) + 
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1 H-NMR (CD3OD, 400 MHz) 6 : -0. 14(ddd,J = 24.7, 12.5, 
4. 0 Hz, 1H) , 0. 66 (ddd, J = 24. 6, 12. 4, 4. 0 Hz, 1H), 0. 
98-1. 09 (m, 2H), 1. 17-1. 40 (m, 4H), 1. 60 (br d, J =13. 1Hz, 

Ttm^m ( C 33 H 49 N 3 0 • 2HC 1 • 
ffWflt ; C, 68.09 ; H, 8.93 ; N, 
Hftffi 67. 96 8. 94 

(FAB-MS) m/z : 

ftttffl 2 0 

N-v^ n^^rvvl^^vlx — N ' - [1- [2- (4 
— f/v^^-yw] - l, 4 -y^yv?r^ 

[ft 6 5] 



1H), 1. 64-1. 96 (m, 11H), 2. 23-2. 37 (m, 2H), 2. 52-2. 63 (m, 2 
H) , 2. 83-3. 05 (m, 10H) , 3. 39 (br s, 1H) , 3. 55 (br d, J =14. 
0Hz, 1H), 4. 43 (br d, J =13. 2Hz, 2H), 7. 13-7. 30 (m, 10H) 

0. 3H 2 0 tVX) 

7.22 ; CI, 12.18 
7. 16 12. 31 

5 0 4 (M + H) + 

X H-NMR (DMS0-d 6 , 400MHz) 6 : 0. 23 (m, 0. 5H) , 0. 59 (d, J=6. 3 
5Hz, 3H), 0. 70(m,0. 5H), 0. 85-1. 24 (m, 6H), 1. 50-1. 97 (m, 1 
4H) , 2. 20-3. 06 (id, 1 1H) , 3. 39 (m, 1H, ) , 4. 05-4. 20 (m, 1H) , 
4. 37 (m, 1H) , 6. 68 (t, J=8. 30Hz, 2H) , 7. 09 (t, J=8. 78Hz, 2 
H) , 8. 77 (br, 4H, N%) , 9. 26 and 9. 30 (two s, 1H. 1 : 1, OH) 



HO 




mmm 2 1 

is* - 4 - 
ir>-- 1 - 
-1, 4- 

[ft6 6] 



7C*»«f ( C 28 li 

tr^H ; C , 62. 85 ; H 
63. 04 

WAfrtirm (FAB-MS) 



• 2HC 1 
, 9.32 
9. 28 
m/ z 



^fjUffA' -N' - [1- [1, 4- 



O. 2 5H z O t lt) 
N , 7. 85 ; CI , 13. 25 
7. 55 12. 95 

4 5 8 (M+H) + 

^-NMR (CD 3 0D, 400MHz) 6 :0. 95-1. 10 (m, 1H), 1. 10-1. 35 
(m, 5H), 1. 50-2. 35 (m, 22H), 2. 60-3. 15 (m, 11H), 3. 96 (m, 1 
H) , 4. 04 (s, 2H) , 4. 09 (m, 1H) , 4. 59 (br d, J=13. 18Hz, 1H) , 
7. 42-7. 54 (m, 4H), 7. 80 (m, 1H), 7. 86 (d, J=7. 82Hz, 1H), 8. 0 
8(d, J=8. 30Hz, 1H) 



c6'' 



00 h r^i 



5c*#tff ( C 36 H 54 N 4 0 2 • 2 . 5 H C 1 • 2 H 2 0 £ It) 
tr^lfi: C, 61.59; H, 8.69; N, 7.98; CI, 12.63 
Mtkfc: 61.42 9.24 8.44 12.66 
5Cfi##Ht (FAB -MS) m/z : 5 7 5 (M + H) + 

^-NMR (CD 3 0D, 400MHz) 6 :0. 85-1. 50(ra, 10H) , 1. 65-2. 10 
(m, 19H) , 2. 50 (t, J=12. 20Hz, 1H) , 2. 62 (t, J=12. 20Hz, 1H) , 
2. 86 (d, J=7. 32Hz, 2H) , 2. 93 (m, 2H) , 3. 00-3. 15 (m, 7H) , 3. 9 
9 (s, 2H) , 4. 04 (m, 1H) , 4. 55 (d, J=13. 67Hz, 1H) , 7. 42-7. 54 
(m, 4H) ,7.81 (m, 1H) , 7. 83-7. 91 (m, 1H) , 8. 06 (d, J=7. 81Hz, 
1H) 



mmm 2 2 

N — V^n^^>/v^?vu — N ' - [1— [1, 4- 
h7^-4- ( 1 - t 7 Wtf ;wr ^ f ;v) 

/U^ ^vl/| -1, 4-^^7^ 

Hk6 7] 



06 1 



0 0 H /-^ 



7C*»W ( C 37 H 56 N 4 0 • 2 . 4 H C 1 • H z O t It) 
frSlI: C, 64.00; H, 8.77; N, 8.07; CI, 12.25 
mWiW. 63. 93 9. 26 

(FAB-MS) m/z 



2 3 

N— [1- (1, 2 — OXj 
n^=*rvvl^ TvU- 1 , 4 -^y^7 ^ > 



8. 45 12. 35 

5 8 9 (M + H) 
[ft6 8] 
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(t, J=12. 21Hz, 1H) , 4. 06 (d, J=13. 68Hz, 1H) , 4. 22 (s, 2H) , 
0 H 4. 35 (d, J=12. 70Hz, 1H) , 7. 38 (dd, J=7. 82 and 7. 32Hz, 1 

N^3^ N -^ N ^N"^(^) H),7.64(dd, J= 8.30 and 7.32 Hz, 1H) , 7. 72 (d J=8. 30H 

H z, 1H) , 7. 78 (d, J=7. 81Hz, 1H) , 8. 87 (br, 2H, N + H 2 ) , 9. 04 (b 

1 H-NMR (DMS0-d 6 , 400MHz) 6 : 0. 85-1. 27 (m, 6H) , 1. 55-2. 07 r, 2H, N + H 2 ) 

(m, 14H), 2. 64 (t, J=14. 16Hz, 1H), 2. 70-2. 94 (m, 8H), 3. 11 

5c*#*f ( C 26 H 40 N 4 O 2 2. 9HC1 0. 4 H z O tVX) 
frffM ;C, 56.41; H, 7.96 ;N, 10.12 ; CI, 18.57 
3£ffeffi 56. 56 8. 03 10. 12 18. 31 

ff*##HI (FAB-MS) m/z : 44 1 (M+H) * 



I 2 4 1 H-NMR (DMSO-d 6 , 400MHz) 6 : 0. 90-0. 98 (m, 2H) , 1. 00-1. 25 

N-v^n-^vo^^W-N' - [1- [3- (4- (m, 4H), 1. 61-2. 09(m, 14H), 2. 50-3. 10(m, 10H), 3. 80(d, J= 

y/V^r ny=. ^/U) fcT;j-=./u] t°-< 13. 18Hz, 1H) , 4. 20 (d, J=6. 60Hz, 1H) , 4. 25 (d, J=6. 60Hz, 1 

V 4 — T ^/U] - 1 , 4 l/*?T $ > H), 4. 35 (d, J=12. 70Hz, 1H), 7. 29 (t, J=8. 79Hz, 1H, Ar) , 7. 3 



7 (t, J=8. 79Hz, 1H, Ar) , 7. 99 (dd, J=8. 79 and 5. 37Hz, 1H, A 
Ut 6 9 ] r) , 8. 04 (dd, J=8. 79 and 5. 37Hz, 1H, Ar) , 8. 80-9. 20 (br, 

4H, N%) 

F TX^yC>j v — K --o 

0 0 H 

ycmftVf (C 26 H 40 N 3 0 2 - F-2. 1HC1-0. 1H 2 0 tit) 
M-ffffi; C, 59.60 ; H, 8.14; N , 8. 02 ; CI , 14.21 
Hffctt 59.40 8.20 8.04 14.03 

H*#*Hfi (FAB -MS) m/z : 4 4 5 (M + H) * 
HJSW 2 5 1 H-NMR(DMSO-d 6 , 400MHz) 6 : 0. 87-1. 26(ra, 6H), 1. 56-1. 

N-V^D^^i/;^ ^, W _ N ' _ [!_ ( 6 _ t |* n 83(m, 13H) , 1. 99(m, 1H), 2. 62(t, J=12. 21Hz, 1H), 2. 66-2. 9 

1 -t7f;V7tf;l/) b^U ^^-4 — (/U* 5(m, 8H), 3. 04(t, J=12. 20Hz, 1H), 4. 00(d, J=13. 67Hz, 1H), 

f-Asl - 1 , 4 y^T 5: V jftlfcfi 4. 07 (s, 2H), 4. 38(d, J=13. 67Hz, 1H), 7. 06(d, J=6. 83Hz, 1 

Ut 7 0 ] H) , 7. 09 (dd, J=9. 28 and 2. 44Hz, 1H) , 7. 14 (d, J=7. 33Hz, 1 

H), 7. 31 (t, J=7. 33Hz, 1H), 7. 57 (d, J=7. 82Hz, 1H), 7. 82 (d, 
J=8. 79Hz, 1H) , 8. 80-9. 10 (br, 4H, N + H 2 ) , 9. 76 (s, 1H, OH) 



HO 




Ttmfttf; ( C 29 H 43 N 3 0 2 • 2 . 1 H C 1 • 1 . 4 H 2 0 t L~C) 
tWffi; C , 61.38 ; H , 8.51 ; N , 7.40 ; CI , 13.12 
Hi^tt 61.13 8.64 7.45 13.18 

WAfrffim (FAB-MS) m/z : 4 6 6 (M+H) * 
H*£#ij2 6 [a] D 25 = +5. 4 3° (c = l, MeOH) 

N-^ ^r^/U^^/V-N' - [l-(6-(2, 3,4,6-y 1 A H-NMR (DMS0-d 6 , 400MHz) 6 : 0. 94 (q, J=ll. 72Hz, 2H) , 1. 12 

f> 7 - O >- v^-D- 7/V = J */;VJr*ci/)-\-ty -1. 22 (m, 6H) , 1. 50-1. 80 (m, 11H), 2. 00(m, 1H) , 2. 63 (m, 1 

^■/WT-fe^/W t°^< y v^- 4 — f ^y^] -1,4 H), 2. 67-2. 90 (m, 8H), 3. 07 (m, 1H), 3. 50-4. 10 (m, 4H), 4. 14 

-^y^r^ (s, 2H) , 4. 35-5. 00 ( m , 12H) , 5. 41 (d, j=7. sihz, ih) , 1. 15- 

Hk7 1] 7. 40 (m, 24H) , 7. 60 (d, J=8. 78Hz, 1H) , 7. 93 (d, J=9. 28Hz, 1 




^N^Q 



H) , 8. 82 (br, 2H, N + H 2 ) , 8. 97 (br, 2H, N + H 2 ) 



ytm^m (C 63 H 77 N 3 0 7 • 2. 6HC1 • H 2 0 i U) 



-27- 



fffftt; C t 68.72 ; H , 7.47 

68. 59 7. 71 
(FAB-MS) m/z 

SlJfcfl 2 7 

N-->^ n^3r->,0^^vW-N' - [1- (3, 3 -v> 

-1, 4-r/^v^T^ ^ 
[ft 7 2] 



N , 3. 82 ; CI , 8. 37 
3. 71 8. 39 

9 8 9 (M + H) + 

X H-NMR (CD 3 OD, 400MHz) 6 :0. 70 (m, 1H), 0. 92-1. 39 (m, 5H), 
1. 70-2. 01 (m, 14H), 2. 54 (m, 1H), 2. 77-3. 26 (m, 11H), 4. 00 
(m, 1H), 4. 47-4. 54 (m, 2H), 7. 15-7. 27 (m, 10H) 



Ph 



Ph 0 



5n3R4>«f ( C 32 H 47 N 3 0 • 2. 



7HC 1 • 0 

tUMI: C, 64.36; H, 8.56; N, 7.04; CI, 16.03 

Hg&H: 64.31 8.59 6.71 16.40 

W&fttirW (FAB -MS) m/z : 4 9 0 (M+H) 

mmm 2 s 

xs—svt-k^M t°^y -1, 

[fb7 3] 



5H 2 0 £ Lt) 



1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 02-1. 34 (id, 6H) , 1. 60-2. 05 
(m, 14H) , 2. 75-3. 05 (m, 10H) , 3. 88 (m, 1H) , 4. 47 (m, 1H) , 4. 7 
6(m, 1H), 7. 25-7. 27 (m, 2H), 7. 36 (t, J=7. 43Hz, 2H), 7. 53 
(t, J=7. 81Hz, 2H), 7. 78 (d, J=7. 81Hz, 2H) 




IT Tl 



7C*^W ( C 32 H 45 N 



• 2HC 1 • 0. 5H 2 0 t UT) 
fi^if: C, 67.47; H, 8.49; N, 7.38; CI, 12.45 



HBMS: 67.74 8.53 
Sft^tWfi (FAB-MS) m/z 

Hififll 2 9 

N-i/^a^^f^//^7 ^ f : '/^-N , - [1- (1, 2, 
3, 4 -"r F7t Kof7^ IxV- 2-#/l"/K~y'U) fc° 
^^-4-^;^^] -1, 4-^^^v^T^^ 



7. 33 
: 4 9 0 



12.55 
(M + H) 



[ft7 4] 



^-NMR (CD 3 0D, 400MHz) 6 :0. 95-1. 35 (m, 6H) , 1. 60-2. 10 
(m, 16H) , 2. 65-3. 20 (m, 15H) , 4. 15 (br d, J=7. 32Hz, 1H) , 4. 
63 (br d, J=7. 70Hz, 1H) , 7. 06 (m, 4H) 
2HC1 tlsX) 
W"Wfi£: C, 65.61; H, 9.24; N, 8.20; CI, 13.83 
JIBMfi: 65.13 9.29 7.96 13.74 



7tm&%T ( C 28 H 45 N 3 0 



Rfi^ffiHfi (FAB-MS) m/z 



3 0 



N- [1- (1 -7^y^;U7-fef-;W) t^y^y- 
4-^fyU^^U] -N' -v-^ n^^^yUj^/U- 1 , 
4 -zf#ls*JT ^ > 
Ht7 5] 



4 4 0 (M + H) + 

X H-NMR (CD 3 0D, 400MHz) 6 : 1. 00-1. 40 (m, 6H) , 1. 67-2. 34 
(m, 29H) , 2. 65-3. 20 (m, 10H) , 3. 31 (s, 2H) , 4. 15 (m, 1H) , 4. 6 
3(m, 1H) 




7Cpi£##f ( C 29 H 51 N 3 0 -2. 6HC 1 • 0. 9H z O t IT) 
C, 61.24; H, 9.82; N, 7.39; CI, 16.21 
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61.51 9.87 7.22 16.30 
JHfc5MHl (FAB -MS) m/z : 4 4 0 (M+H) + 

3 1 1 H-NMR (CD 3 0D, 400MHz) : 0. 99-1. 38 (m, 6H) , 1. 60-2. 17 (m, 1 

N-is? u^is/Ut^sU-N* - [1- [ ll-i-7 4H),2. 70-3. 45(m, 10H),4. 18(m, 1H),4. 57 (m, 1H),4. 95(d, 

b*is) Tir^A-] fcXy^V-4 — - J=14. 16Hz, 1H), 5.04 (d,J=14. 16Hz, 1H), 6.91 (d,J=7.81H 

1 , 4 >i?T * > mmm. z, 1H), 7. 36 (t, J=8. 30Hz, 1H), 7. 40-7. 51 (m, 3H), 7. 80-7. 8 

[ft 7 6 ] 3 (m, 1H) , 8. 27-8. 30 (m, 1H) 



06 



TtmftVr ( C 29 H 43 N 3 0 2 • 2 HC 1 • 0 . 5 H z O t tt) 
ttJM: C, 63.61; H, 8.47; N, 7.67; CI, 12.95 

mmm 63. 56 8. 52 7. 47 13. 50 

«*#*HK (FAB-MS) m/z : 4 6 6 (M + H) + 
MMM 3 2 x H-NMR(CD 3 0D, 400MHz) 6 :0. 90-1. 55(m, 6H), 1. 65-2. 25 

N—>^ n ^vV-N' - [1- (2-^r/y (m, 14H), 2. 80-3. 30 (m, 10H) , 3. 73 (br d, J=13. 18Hz, 1H), 

V^/l^—A-) if^y^^-4 — - 1, 4 4.73(br d, J=13. 18Hz, 1H),7. 89(m, 1H) , 7. 97 (d, J=8. 30H 

-79 ls*JT ^ V m&M. z, 1H), 8. 09(m, 1H), 8. 24(m, 2H), 8. 98(d, J=8. 30Hz, 1H) 

[ft 7 7] 



° 7G?!f##f ( C 27 H 40 N 4 0 • 2 . 8 H C 1 • 0 . 8 H 2 0 £ tt) 

f+^fil: C, 58.63; H, 8.09; N, 10.13; CI ,17.95 

H®HB 58.74 8.56 9.94 17.63 

K*5MFH1 (FAB -MS) m/z : 4 3 7 (M + H) * 

HJ60U 3 3 X H-NMR (D 2 0, 400MHz) 6 : 0. 80-2. 00 (m, 20H) , 2. 60-3. 00 (m, 

N— [1- (TV h^^r/ >--2-^/W7K^/V) fcT^y 9H),3. 13(t,J=12. 79Hz, 1H) , 3. 57 (d, J=13. 19Hz, 1H),4.46 

*S^- — N ' -V^a^s 3iri/;V*^;V (d, J=13. 19Hz, 1H), 7. 55-7. 70(m, 3H), 7. 81-7. 94(m, 3H), 

-1, A— 79 yv>7; V 8. 23 (d, J=7. 81Hz, 1H) 
[ft 7 8] 



.sjO 



5c*#*f ( C 32 H 41 N 3 0 3 • 2HC 1 • 0. 2H 2 0 HT) 

W-SHii: C, 64.90; H, 7.39; N, 7.10; CI, 11.97 

^^fil 65.21 7.38 6.85 11.57 

JCft^flfffi (FAB -MS) m/z : 5 1 7 (M+ 2 H) + 

MtfoVi 3 4 'H-NMR^D^D, 400MHz) 8 :0. 95-1. 45(0], 6H) , 1. 70-2. 25 

^^f;V-N' - [1- [5- (4- (m, 14H), 2. 88(d, J=7. 33Hz, 2H), 3. 01 (d, J=6. 84Hz, 2H), 3. 

b° y ^/U) <?Hr7 xy- 2 - >T ~ A-] y ^ 05-3. 30 (m, 6H) , 4. 4 1 (m, 2H) , 7. 56 (d, J=4. 40Hz, 1 H) , 8. 07 

>-4-^^yw] -1, 4 Vv 5 / ^ is (d, J=3.90Hz, lH),8.32(d, J=7. 33Hz, 2H) , 8. 77 (d, J=6. 84H 

[ft 7 9 ] z, 2H) 



tc^W ( C 27 H 40 N 4 OS • 3. 3HC1 • H a O b L>X) 
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7.52; N, 9.23; CI, 
9. 07 



tHHt: C, 53.42; H, 

53.15 7.81 
WMfttiim. (FAB -MS) m/z : 

mmm 3 5 

N- [1- [3- KyX^ * 2 — f /^) -7 

[ft 8 0] 

A H-NMR (CD 3 0D, 400MHz) 6 :0. 95-1. 40 (m, 6H), 1. 70-2. 15 
(m, 14H) , 2. 68 (m, 1H) , 2. 80-3. 45 (m, 13H) , 4. 03 (d, J=14. 16 
Hz, 1H) , 4. 48 (d, J=13. 18Hz, 1H) , 7. 53-7. 59 (m, 2H) , 7. 72- 
7.80(m, 2H) 

TtmftVr (C 27 H 43 N 5 0 -2. 9HC 1 • 2H 2 0 t 
LT) 

fHHK: C, 54.46; H, 8.45; N, 11.76; CI, 17.27 

TtmftVt ( C 29 H 44 N 4 0 • 3 H C 1 
ffSLfil; C, 58.30 ; H, 8.37 ; N, 
58. 55 8. 28 

WAftVtm (FAB-MS) m/z : 



mmm 3 7 

N- [2- (W^!);) ^^vw] - 

[fts 2] 

0 



■ N * - [1 - 

■4— r/uy^ 



00 



19. 27 
19. 44 
4 6 9 (M + H) + 

54.37 7.89 11.45 16.91 
ff*##f (FAB-MS) m/z : 4 54 (M+H) + 
^5600 3 6 

N- [2- (l-^f;vt s D!)^y-2-f;v) 

;W] -N* - [1- (1 -t7f/urtf/U) b^Ui/ 

v-4 — f^Tvw] -l, A-'fzy'itT^i/mm. 

[ft 8 1] 

H 



CO 

A H-NMR(CD 3 0D, 400MHz) 6 : 1. 13-1. 21 (m, 2H) , 1. 75-2. 42 
(ra, 9H) , 2. 74-3. 70 (m, 16H) , 4. 05 (in, 1H) , 4. 23 (m, 2H) , 4. 62 
(m, 1H), 7. 32-7. 54 (m, 4H), 7. 79 (d, J=8. 3Hz, 1H), 7. 88 (d, J 
=7. 3Hz, 1H), 7. 98 (d, J=8. 3Hz, 1H) 

• 1. 3H 2 0 t LT) 

9. 38 ; CI , 17. 80 

9. 02 17. 70 

4 6 5 (M + H) + 

1 H-NMR (CD 3 0D, 400MHz) 6 :1. 17-1. 21 (m, 2H), 1.80-1.88 
(m, 7H) , 2. 76-3. 19 (m, 16H) , 3. 95-4. 06 (in, 5H) , 4. 25 (m, 2 
H) , 4. 64 (m, 1H) , 7. 34-7. 55 (m, 4H) , 7. 82 (d, J=7. 8Hz, 1H) , 
7. 90 (d, J=8. 3Hz, 1H), 8. 01 (d, J=8. 3Hz, 1H) 



TGpff^W ( C 28 H 42 N 4 0 2 - 3HC 1 
f+^ft ; C, 56.61 ; H, 7.97 ; N, 
H^H 57. 06 8. 04 

5Tft##HB (FAB-MS) m/z : 

mmm 3 8 

N— [ 1 — (1— f7f;wT-fe^) fc^y v>>--4 - 
— n ' - [2- (t^llvV) ^^vu] - 
1, 4-^^7^y 

[ft8 3] 



9. 43 
8. 97 
4 6 7 



> t Lt) 
; CI, 17.90 
17. 00 
(M + H) + 



1 H-NMR(CD 3 0D, 400MHz) 5 : 1. 12-1. 94 (m, 15H) , 2. 74-3. 67 
(m, 16H) , 4. 05 (m, 1H) 4. 23 (m, 2H) , 4. 63 (m, 1H) 7. 33-7. 55 
(m, 4H) , 7. 80 (d, J=8. 3Hz, 1H) , 7. 88 (m, 1H) , 7. 99 (d, J=8. 3H 
z, 1H) 



CO 



3 9 



H 



•o 



Ttmftffi ( C 29 H 44 N 4 0 • 3HC1 • 1. 5H 2 0 t Lt) 
C, 57.95 ; H, 8.38 ; N, 9.32 ;C1, 17.69 
58.03 8.53 9.15 17.74 

Sffi##HtS (FAB-MS) m/z : 4 6 5 (M+H) + 

- [1- ( 1 -t7fyi/7tf^) — r 



N- (3-T5/-2, 2-^^f/l//nW -N' 



/l^^vU] -1, 4-^^>'v ? T^>' 
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Ift8 4] 




mmm* o 

N- (2-7 
/KTir^vu) 

[ft8 5] 



1 H-NMR(CD 3 0D, 400MHz) 6 :1. 16 (m, 2H), 1. 78-1. 88 (m, 7H), 
2. 73 (m, 1H) , 2. 89 (d, J=6. 8Hz, 2H) , 3. 03-3. 13 (m, 8H) , 4. 02 
(m, 1H) , 4. 22 (m, 2H) , 4. 62 (m, 1H) , 7. 31-7. 52 (m, 4H) , 7. 78 
(d, J=8. 3Hz, 1H) , 7. 87 (d, J=7. 8Hz, 1H) , 7. 97 (d, J=7. 8Hz, 1 
H) 

jcm&Vr ( C 27 H 42 N 4 0 • 3 H C 1 • H z O t LT) 
IHWI ; C, 57.29 ; H, 8.37 ; N, 9.90 ; CI, 18.79 
57.43 8.37 9.39 17.98 

(FAB-MS) m/z : 4 3 9 (M + H) + 

1 H-NMR(CD 3 0D, 400MHz) 8 : 1. 12-1. 21 (m, 2H) , 1, 74-1. 84 
(m, 7H) , 2. 73-3. 29 (m, 12H) , 4. 04 (m, 1H) , 4. 22 (m, 2H) , 4. 62 
(m, 1H) , 7. 31-7. 54 (m, 4H) , 7. 78 (d, J=8. 3Hz, 1H) , 7. 87 (d, J 
=7. 3Hz, 1H), 7. 97 (d, J=7. 8Hz, 1H) 



IS 




II 



^ H 



TcSfSMJr ( C 24 H 36 N 4 0 • 3HC 1 
tWft; C, 54.09 ; H, 7.94 ; N, 
54. 13 7. 79 

«*#*HB (FAB -MS) m/z : 

Xttffll4 1 

N- [3- M *#-J—>\>-\->( )V) Ztu\f/U] - 
N' - [1- (l-t7f;^rtf;W fc'^y^ 

— rA-^^vKl -i, 4 -y^y^r^y 

[ft 8 6] 



— 4 



u 

CO 



5c*»W ( C 28 H 39 N s O • 3HC 1 
f+»ifi ; C, 57.09 ; H, 7.53 ; N, 
m^km. 57. 10 7. 65 

WMftVrm (FAB-MS) m/z : 

H*£0ij4 2 

N- (l-^f;ut^l)v i y-2 — (Vi^fviO -N" 

- [l- (l-^^^r-fe^w) exy 4 — r 

[ft 8 7] 

0 H y^v 



• 1. 5H 2 0 t LT) 

10.51 

10. 69 

3 9 7 (M + H) + 

1 H-NMR (CD 3 0D, 400MHz) 6 : 1. 09-1. 21 (m, 2H) , 1. 74-2. 02 
(m, 10H), 2. 32-2. 36(111, 2H), 2. 71 (m, 1H), 2. 89 (d, J=6. 8Hz, 
2H) , 2. 99-3. 16 (m, 9H) , 4. 05 (m, 1H) , 4. 2 1 (m, 2H) , 4. 42 (t, J 
=6. 8Hz, 2H) , 4. 62 (m, 1H) , 7. 31-7. 53 (m, 4H) , 7. 58 (s, 1H) , 
7. 73 (s, 1H) , 7. 78 (d, J=8. 3Hz, 1H) , 7. 87 (d, J=7. 8Hz, 1H) , 
7. 97 (d, J=8. 3Hz, 1H) , 9. 05 (s, 1H) 



• H 2 0 t LT) 
11.89 ; CI, 18.06 
11.88 18.32 
4 6 2 (M+H) + 

1 H-NMR (CD 3 0D, 400MHz) 6 : 1. 10-1. 22 (m, 2H) , 1. 65-2. 25 
(m, 10H),2. 74(ra, 1H),2. 90-3. 41 (m, 11H),3. 59 (m, 2H),4.0 
5 (m, 1H) , 4. 24 (m, 2H) , 4. 63 (m, 1H) , 7. 32-7. 55 (m, 4H) , 7. 80 
(d, J=8. 3Hz, 1H) , 7. 89 (d, J=7. 8Hz, 1H) , 7. 99 (d, J=7. 8Hz, 1 
H) 



mMM4 3 
N— [ (2 S) 



itm^m ( C 29 H 44 N 4 0 • 3 H C 1 • H 2 0 t LT) 

friMB; C, 58.83 ; H, 8.34 ; N, 9.46 ; CI, 17.96 

HBMI 58.72 8.24 9.17 18.19 

Kffi#Wfil (FAB-MS) m/z : 4 6 5 (M + H) * 

/W] -N' - [1- (l-t7f^Ttf^) ]) is 

-^f/vt ft n|ji;y-2-^yU^f is- 4 — f /V* ^jV] - 1 , 4-7#lsisT$ 
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[ft8 8] 

CO " 

[a] D 25 =- 1 0.6 0° (C= 1. 0, Me OH) 

7C*»#f ( C 28 H 42 N 4 0 • 3 H C 1 
IHMt ; C, 58.54 ; H, 8.18 ; N, 
Hffcffi 58. 19 8. 14 

«ft##Hfi (FAB-MS) m/z : 

mmM4 4 

N- [ (2S) -fcTn U -N' 
- [1- (l-t7f;V7tf;v) tf-<y^>'-4 — f 

Ut8 9] 



CO " " 



BLR. = 180-18 5°C 

X H-NMR (DMS0-d 6 , , 400MHz) 6 1. 12 ( m, 1H), 1. 75 ( m, 12 
H) , 2. 59 ( m, 1H) , 2. 63-3. 41 (m, 14H) , 4. 15 (s, 2H) , 7. 32 (d, 
J=7Hz, 1H) , 7. 44 (t, J=8Hz, 1H) , 7. 52 (m, 2H) , 7. 82 (d, J=8H 
z, 1H),7. 93 (m, 2H) 
[a] D 25 =+8. 6- (c = 0. 9, M e OH) 

( C 27 H 40 N 4 0 • 3HC1 • 1. 1H 2 0 t 

tt) 

ftSffl ; C, 57.31;H, 8. 05;N, 9. 90;C1, 18.80 
HfHI 57.01 8.26 9.96 18.76 

mmm4 5 

n- [l- (i — f7f;wrtf^) txyv^-4- 
-f/V^^vw] — N* — (t'^y^y- 2 — fA^^A-) 

-l, 4-zf*>-iST^>' 4 y/p^v ht&sgB 

[Ib9 0] 



0 



go 




jgtj£. 9 3 - 9 6 °C 

1 H-NMRDMSO-d 6 , 400MHz) 6 1. ll(m, 1H), 1. 75 (m, 12H), 2. 5 
9 (m, 1H) , 2. 63-3. 4 1 (m, 14H) , 4. 15 (s, 2H) , 7. 32 (d, J=7Hz, 1 
H) , 7. 44 (t, J=8Hz, 1H) , 7. 52 (m, 2H) , 7. 81 (d, J=8Hz, 1H) , 7. 
93 (m, 2H) 

7cSf#*f ( C 28 H 42 N 4 0 -3. 5 H C 1 • H z O • C 3 
H s O t Lt) 

7G3R#*f ( C 24 H 35 N 3 0 • 2 H C 1 
tHHE;C, 62.93 ;H, 8.23 ; N, 9. 

62.92 8.32 9. 



X H-NMR (CD 3 0D, 400MHz) 6:1. 10-1. 29 (m, 2H) , 1.75-2.21 
(m, 10H), 3. 05 (s, 3H), 2. 52-3. 44 <m, 11H), 3. 63-4. 07 (m, 3 
H) , 4. 23 (m, 1H) , 4. 63 (m, 2H) , 4. 85 (m, 1H) , 7. 32-7. 54 (m, 4 
H), 7. 79 (d, J=8. 3Hz, 1H), 7. 88 (m, 1H), 7. 98 (d, J=8. 3Hz, 1 
H) 

0. 8H z O t IT) 
9.75 ; CI, 18.51 

9. 41 18. 95 

4 5 1 (M + H) * 

tWfit ; C, 56.73 ; H, 8.52 ; N, 8.54 ; CI, 18.90 
56.35 8.56 8.48 18.35 

4 6 

N- [ 1- (1 --J-^A-Tir^vw) fcV< 4 

ao - i, 4-7#is*jt5>> mmm. 

[ft9l] 




MM. 251-253°C 

1 H-NMR(DMS0-d 6 , 400MHz) 6 1. 10 (m, 1H), 1. 25 (m, 1H), 1. 
74 (m, 12H) , 2. 63-3. 41 (m, 16H) , 4. 16 (s, 2H) , 7. 32 (d, J=7H 
z, 1H) , 7. 45 (t, J=8Hz, 1H) , 7. 52 (m, 2H) , 7. 82 (d, J=8Hz, 1 
H),7.94(m,2H) 

7G*§##f ( C 28 H 42 N 4 0 • 3 H C 1 • H 2 0 t IT) 
ff^M ; C, 58.18 ; H, 8.20 ; N, 9.69 ; CI, 18.40 
HfMfi 57.89 8.11 9.52 18.54 

mmm4 7 

N-^^vi- -N' - [1- (1 —Ty^jv^^/v) t° 

s<y*>^- 4-4 -1, 4~:/^>'v ? T^>' 



Mb 9 2] 




228-229 °C 
X H-NMR (DMS0, 400 MHz) 6 : 1. 00-1. 15 (m, 2H) , 1. 21 (t, J = 

6. 8Hz, 3H) , 1. 63-1. 75 (m, 4H) , 1. 80 (br d, J =1 1. 2 Hz, 2 
H), 2. 60-2. 78 (m, 1H), 2. 80 (d, J =7. 3Hz, 2H), 2. 86-2. 96 
(m, 6H) , 3. 32 (s, 2H) , 4. 00-4. 07 (m, 1H) , 4. 16 (s, 2H) , 4. 37- 
4. 44 (m, 1H) , 7. 33 (d, J=6. 8Hz, 1H) , 7. 45 (d, J =6. 8Hz, 1H) , 

7. 49-7. 55 (m, 2H) , 7. 82 (d, J =7.8 Hz, 1H) , 7. 90-7. 98 (m, 2 
H),8.81(br s,4H) 

• 0. 2H 2 0 t LT) 
17 ; CI, 15.48 
04 15. 52 
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W»##rfiS (FAB -MS) m/z : 

N- [1- (1 -l-y^/VT-t^JV) t°^y^^-4- 
4tV* s ?-;v] — N ' -~?n 1 , 4-: 

[ft9 3] 



3 8 2 (M + H) * 

2 3 2-2 34t 
1 H-NMR (CD 3 OD, 400MHz) 6 :0. 99(t, J=7. 3Hz, 3H), 1. 05-1. 1 
8(m, 2H), 1. 66-1. 99 (m, 9H), 2. 67-3. 14 (m, 10H), 4. 02 (m, 1 
H) , 4. 20 (m, 2H) , 4. 60 (m, 1H) , 7. 29-7. 51 (m, 4H) , 7. 76 (d, J= 
8. 3Hz, 1H) , 7. 84 (m, 1H) , 7. 95 (d, J=7. 8Hz, 1H) 




^ H 



jm&m ( c 25 h 37 n 3 o 



2HC 1 -0. 
H, 8.40; N, 8.93 
8. 89 



; C, 63.85 
Hfttt 63. 83 8. 34 

SS#*fffi (FAB -MS) m/z 

mmm4 9 

N— fy^ntf/U -N' - [1- (1 -^^/KT-fe 
^VP) -1, 4 -7 9 is 

[flS9 4] 

5c^5>*f ( C 25 H 37 N 3 0 • 2 H C 
; C, 63.36 ; H, 8.42 ; 
UgHI 63. 41 8. 32 

W&ftVrm (FAB-MS) m/z 

mmm 5 0 

N-^^n/nh>-N' - [1- (l-t7fyurt 
?VV0 i^-4 — fA^^/V] -1, 4--?*> 



H z O £ LT) 
CI ,15.08 
14. 82 
3 9 6 (M + H) + 

§1&. 2 4 2-2 4 3 < C 1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 05 
~1.21(m,7H), 1.33(br s,6H), 1. 77-2. 01 (m, 7H), 2. 74 (m, 1 
H) , 2. 88 (d, J=7. 3Hz, 2H) , 2. 97-3. 17 (m, 6H) , 4. 05 (m, 1H) , 
4. 22 (m, 2H) , 4. 63 (m, 1H) , 7. 32-7. 54 (m, 4H) , 7. 79 (d, J=8. 3 
Hz, 1H), 7. 87 (m, 1H), 7. 98 (d, J=8. 3Hz, 1H) 



Ift9 5] 




5cfR#*f ( C 25 H 35 N 3 0 • 2HC 
tf&ffi ; C, 63.88; H, 8.02; N, 
HRffi 63. 74 8. 07 

St»«fl (FAB-MS) m/z 

mmms 1 

N-^y^f^-N' - [l- (i-t7f;vrtf 
zv) tr^y^v-4 — f/uy^yu] -l, 4-y^>-^ 

[ft 9 6] 




H I 

TCig^^f ( C 26 H 39 N 3 0 • 2 H C 



1-0. 3H 2 0 «h LT) 

N, 8.87 ; CI, 14.96 
8. 64 14. 96 

: 3 9 6 (M + H) + 

A H-NMR (400MHz, CD 3 0D) 6 :0. 98-1. 09(m, 4H), 1. 20-1. 43 
(m, 2H), 1. 92-2. 00 (m, 4H), 2. 11-2. 23 (m, 1H), 2. 84-2. 96 
(m, 2H) , 3. 06 (d, J=6. 8Hz, 2H) , 3. 16-3. 25 (ra, 1H) , 3. 25-3. 3 
7 (m, 2H) , 3. 40-3. 50 (m, 2H) , 4. 18-4. 27 (m, 1H) , 4. 39 (s, 2 
H) , 4. 73-4. 85 (m, 1H) , 7. 49 (d, J=7. 3Hz, 1H) , 7. 56-7. 72 (ro, 
3H), 7. 96 (d, J=8. 3Hz, 1H), 8. 04 (d, J=9. 3Hz, 1H), 8. 15 (d, 
J=8. 3Hz, 1H) 



1-0. 2H 2 0 t LT) 
8.94; CI, 15.08 
8.78 15.11 
: 3 9 3 (M + H) + 

2 3 4-2 3 5^ 
L H-NMR(CD 3 0D, 400 MHz) 8 : 1. 03-1. 27 (m, 4H) , 1. 05( d, J 
= 6.8 Hz, 6H), 1.73-1. 90 (m,4H), 1. 98-2. 10 (m, 2H) , 2. 70 
-2. 78 (m, 1H) , 2. 88 (dd, J =18. 6 and 7. 3 Hz, 4H) , 3. 04 (m, 
4H),3. 12-3. 20(m, 1H), 4.07(br d, J =13. 2Hz, 1H) , 4. 22 
(1/2 AB q, J=16. 1Hz, 1H), 4. 25(1/2 AB q, J=16. 1Hz, 1H) 
4.64(br d,J =13. 7Hz, lH),7.33(d,J =7.3 Hz, 1H),7.44 
(m, 1H), 7. 52 (m, 2H), 7. 80 (d, J = 8. 3Hz, 1H) , 7. 87 (m, 1H), 
8. 00 (d , J =7.8 Hz, 1H) 
1 • 0. 



2H 2 0 t Lt) 
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tf-^ffi ;C, 64.24 ;H, 8.58 ; N, 8.64 ; CI, 14.59 



64. 19 8. 59 
Rfi##f1fi (FAB -MS) m/z 



5 2 



n- [l- ( i -l-y^/vr^M txyv?y-4- 
-l, 

Ut 9 7] 



8. 47 14. 55 

4 10 (M+H) + 

1 H-NMR(CD 3 0D, 400MHz) 5 : 1. 09-2. 03 (m, 9H) „ 2. 71-3. 19 
(m, 8H) , 4. 05 (m, 1H) , 4. 22 (m, 2H) , 4. 63 (m, 1H) , 4. 63 (s, 2 
H) , 7. 32-7. 54 (m, 4H) , 7. 71 (d, J=3. 4Hz, 1H) , 7. 79 (d, J=8. 3 
Hz, 1H) , 7. 87 (m, 2H) , 7. 99 (d, J=8. 3Hz, 1H) 




7tm#%X ( C 26 H 34 N 4 OS • 2HC 
ft^lS ; C, 58.44 ; H, 7.02; N, 
Hi^t 58.71 7.16 

WMfttifm (FAB -MS) m/z : 



5 3 



N- [2- (4-bKn^>7xr:;V) ^^vV] -N' 
- [1- (1 -"^^^/WTir^/V) 
/l^^Vkl -1, 4-^*>'v ? X^ >- 
[ft 9 8] 




Jtm^m ( C 30 H 39 N 3 0 2 • 2HC 1 
tf-^fif: C, 63.82; H, 7.68; N, 7. 
HIW! 63.78 7.76 7. 

K*##HS (FAB -MS) m/z : 

^*§#J 5 4 

N- (4-^^^-/l/T^ /-O'^/l') — N* - [ 1 - 

(i — 7^rt^;u) tf^y^>--4 — r/u*^ 

/V] -1, 4-^^Vi/r^^ 
Mb 9 9] 




TzMWSx ( C 31 H 42 N 4 0 • 3HC 1 
tUMS: C, 59.76; H, 7.76; N, 8. 
H^Hfil 59.91 7.89 9. 

Sfi^Wffi (FAB-MS) m/z : 



1-0.6 H 2 0 t Lt) 
10.48 ;C1, 13.27 
10. 18 12. 91 

4 5 1 (M + H) * 
2 3 2t 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 0-1. 25 (m, 3H) , 1. 65-1. 9 (m, 5 
H), 1. 95-2. 05 (m, 1H), 2. 7-2. 8(m, 1H), 2. 8-3. 2(m, 10H), 4. 
0-4. 1 (m, 1H) , 4. 23 (d, J=6. 4Hz, 2H) , 4. 55-4. 7 (m, 2H) , 6. 75 
(d, J=8. 3Hz, 2H, Ar) , 7. 09 (d, J=8. 3Hz, 2H, Ar) , 7. 33 (d, J= 
6. 8Hz, 1H, Ar) , 7. 43 (t, J=7. 6Hz, 1H, Ar) , 7. 45-7. 55 (m, 2H, 
Ar) , 7. 79 (d, J=8. 3Hz, Ar) , 7. 88 (d, J=7. 8Hz, 1H, Ar) , 7. 99 
(d, J=8. 3Hz, 1H, Ar) 

• H z O t Lt) 

44; CI, 12.56 

21 12. 33 

4 7 4 (M + H) + 

A H-NMR (CD 3 0D, 400MHz) 6 : 1. 1-1. 25 (m, 3H), 1. 7-1. 9(m, 5 
H), 2. 0-2. 1 (m, 1H), 2. 73 (t, J=ll. 7Hz, 1H), 2. 90 (d, J=6. 8H 
z, 2H) , 3. 0-3. 2 (m, 5H) , 3. 28-3. 31 (m, 6H) , 4. 06 (d, J=13. 7H 
z, 1H) , 4. 17-4. 24 (m, 2H) , 4. 28 (s, 2H) , 4. 62 (d, J=13. 2Hz, 1 
H) , 7. 33 (d, J=6. 8Hz, 1H, Ar) , 7. 43 (t, J=7. 6Hz, 1H, Ar) , 7. 4 
7-7. 52 (m, 2H, Ar) , 7. 69-7. 72 (m, 2H, Ar) , 7. 76-7. 81 (m, 3H, 
Ar) , 7. 88 (d, J=7. 3Hz, 1H, Ar) , 7. 98 (d, J=8. 3Hz, 1H, Ar) 



5H 2 0 t Lt) 



99; CI, 17.07 
01 16. 78 

4 8 7 (M + H) 



5 5 



N- (3, 5 —*J9 p n^y^) -N' - [1- (1 

1, 4-^^>i^T^> 
Uk \ 00] 




A H-NMR(CD 3 0D, 400MHz) 6 :1. 1-1. 2(m, 3H), 1. 7-1. 9(m, 5 
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H) , 1. 95-2. 1 (m, 1H) , 2. 65-3. 2 (m, 8H) , 3. 5-3. 65 (m, 1H) , 3. 

9-4. 25 (m, 4H> , 4. 45-4. 6 (m, 1H) , 7. 27-7. 33 (m, 2H, Ar) , 7. 4 
ytmftVr ( C 29 H 35 C 1 2 N 3 0 • '< 
tffffit: C, 56.03; H, 6.45; N, 
HSfclifi 56. 24 6. 36 

nrnfrvtm (fab-msi m/ z 

mmm 5 e 

N- [3, ( h V y^n^^/u) ^y^yl/] 

-N' - [1- (1 -+r7^A-Ti?^vW) fcV^JJS^- 
4 — T^^^/v] -l, 

[f b 1 o 1 ] 




Ou 




3-7. 58 (m, 5H, Ar) , 7. 79-7. 95 (m, 3H, Ar) 

>. 4HC 1-1. 2H 2 0 £ UT) 
6.76; CI, 25.09 
6. 40 25. 03 

: 5 12 (M + H) + 
fflWsk 7 4-7 6t 

1 H-NMR (CD 3 0D, 400MHz) 6:1. 14-1. 25 (m, 2H), 1. 82 (m, 6H), 
2. 05 (s, 1H) , 2. 7-2. 8 (m, 1H) , 2. 84 (s, 2H) , 2. 98 (s, 2H) , 3. 
13 (s, 3H) , 3. 93 (q, J=6. 1Hz, 1H) , 4. 22 (s, 2H) , 4. 35 (s, 2H) , 
4. 55-4. 6 (m, 1H) , 7. 3-7. 35 (m, 1H, Ar) , 7. 44 (t, J=7. 3Hz, 1 
H, Ar) , 7. 47-7. 54 (m, 2H, Ar) , 7. 80 (d, J=7. 8Hz, 1H, Ar) , 7. 8 
8 (d, J=7. 8Hz, 1H, Ar) , 7. 96 (d, J=7. 8Hz, 1H, Ar) , 8. 06 (s, 1 
H, Ar),8. 25 (s, 2H, Ar) 



TtMfttfx (C 29 H 35 C 1 2 N 3 0 • *2 



tr^fi: C, 53.37;H, 5.98;N, 
URtt 53. 62 6. 28 

(FAB-MS) m/z 



2 H C 1 ■ 2. 
6. 02;C1, 11.18 
5.68 11.33 



1 H 2 0 t LT) 



N- [1- (1 

— $ 1/^/7 
lit 1 O 2 ] 



n' - (2-fc*y^^^u) 

1/ 



-1, 4 




5 8 0 (M + H) + 

1 9 8-2 0 3t: 
1 H-NMR(DMS0-d 6 , 400MHz) 6 : 1. 10 (m, 2H) , 1. 64-1. 85 (m, 6 
H) , 2. 00 (m, 1H) , 2. 63 (m, 1H) , 2. 80 (m, 2H) , 2. 89 (m, 2H) , 3. 0 
0 (m, 2H) , 3. 08 (m, 1H) , 4. 05 (m, 1H) , 4. 16 (s, 2H) , 4. 32 (s, 2 
H) , 4. 38 (m, 1H) , 7. 33 (d, J=7. 3Hz, 1H) , 7. 45 (m, 2H) , 7. 53 
(m, 2H) , 7. 58 (d, J=7. 8Hz, 1H) , 7. 82 (d, J=7. 8Hz, 1H), 7. 93 
(m, 3H) , 8. 65 (d, J=4. 9Hz, 1H) , 9. 00 (m, 2H) , 9. 42 (m, 2H) 



jtmftffi ( C 28 H 36 N 4 0 • 3 H C 1 



0. 



5H 2 0 t IT) 



HKffl 59. 77 6. 77 

SAfttifm (FAB-MS) m/z 



C, 59.73; H, 7.16; N, 9.95; CI, 18.89 
10. 05 18. 62 

4 4 5 (M+H) 



mmm 5 s 



N' - [1- (l-t7f;urtf/l/) 
— f^^/l/] - 1 , 4 -: 



Htl 0 3] 



2 2 4-2 2 7 t C 1 H-NMR(DMS0-d 6 , 400MHz) 6 : 1. 09 
(m, 2H) , 1. 63-1. 87 (m, 6H) , 2. 00 (m, 1H) , 2. 63 (m, 1H) , 2. 72- 
2. 98 (m, 6H),3. 08 (m, 1H),4. 05 (m, 1H),4. 12(s,2H),4. 16 
(s, 2H) , 4. 38 (m, 1H) , 7. 33 (d, J=6. 8Hz, 1H) , 7. 42 (m, 5H) , 7. 
52 (m, 1H) , 7. 58 (m, 2H) , 7. 82 (d, J=8. 3Hz, 1H) , 7. 94 (m, 2H) , 
9. 01 (m, 2H),9. 43 (m, 2H) 




mmm 5 9 

N- (4 —9 n 
f^7tf;u) 



7ciM ( C 29 H 37 N 3 0- 2HC1 • O. 5H 2 0 tit) 
ft^fi: C, 66. 28;H, 7.67;N, 8.00;C1, 13.49 
HCMB 66.34 7.74 7.78 13.72 

«ft##Hfi (FAB-MS) m/z : 4 4 4 (M + H) + 

p^o-^/u) — n ' - [l- (\—ry [ftl04] 

^y^>--4—Y/V^^/U] -1, 4 
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H 



SMS 2 4 1 - 2 4 3<C 
1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 06-1. 29 (m, 2H), 1. 70-1. 90 

Ttmfttix ( C 29 H 36 N 3 0 C 1 • 2 H C 1 • 0 . 3 H z O <b Lt) 
th^g: C, 62.60; H, 6.99; N, 7.55; CI, 19.12 
Hifcffi 62.81 6.97 7.08 19.20 
JCfi^tfHfi (FAB-MS) m/z : 4 7 8 (M+H) + 

mmm 6 o 

N- -N' - [1- (1-^:7 

f;w7tf;v) y ^>-- 4 --fy^ ?vKl -1,4 

[ftl0 5] 



(m, 6H) , 2. 03 (m, 1H) , 2. 74 (m, 1H) , 2. 90 (d, J=7. 33Hz, 2H) , 
3. 00-3. 25 (m, 5H) , 4. 06 (d, J=13. 18Hz, 1H) , 4. 20 (s, 2H) , 4. 
20-4. 28 (m, 2H) , 4. 63 (d, J=13. 19Hz, 1H) , 7. 33 (d, J=7. 33H 
z, 1H) , 7. 41-7. 55 (m, 7H) , 7. 79 (d, J=8. 30Hz, 1H) , 7. 87 (d, J 
=8. 79Hz, 1H), 8. 00 (d, J=8. 30Hz, 1H) 




' H 



CI 



222-224t 
1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 06-1. 28 (m, 2H), 1. 70-1. 90 
(m, 6H) , 2. 05 (m, 1H) , 2. 74 (m, 1H) , 2. 90 (d, J=6. 83Hz, 2H) , 
3. 00-3. 20 (m, 5H) , 4. 06 (d, J=13. 67Hz, 1H) , 4. 21 (s, 2H) , 4. 
19-4. 26 (m, 2H) , 4. 62 (d, J=13. 19Hz, 1H) , 7. 33 (d, J=6. 84H 
z, 1H) , 7. 40-7. 54 (m, 6H) , 7. 60 (s, 1H) , 7. 79 (d, J=8. 30Hz, 1 
H) , 7. 87 (d, J=7. 32Hz, 1H) , 8. 00 (d, J=7. 82Hz, 1H) 



TtmftVt ( C 29 H 36 N 3 OCl • 2HC1 • 0. 5H z O t Lt) 

tfSM: C, 62. 20;H, 7.02;N, 7.50;C1, 18.99 

62.18 6.97 7.49 19.05 

Sft^Wffi (FAB-MS) m/z : 4 7 8 (M + H) + 

mmm e 1 

N- — N ' - [ 1 - ( 1 —T? 

f/i/Tt^w) t°-<y Z?>- 4 — {/V* -1,4 



litl 0 6] 




H 



MjSL 213-217t 

X H-NMR (CD 3 0D, 400MHz) 6 : 1. 15-1. 25 (m, 2H), 1. 70-1. 90 
(m, 6H) , 2. 03 (m, 1H) , 2. 74 (m, 1H) , 2. 90 (d, J=6. 83Hz, 2H) , 
3. 00-3. 20 (m, 5H) , 4. 06 (d, J=13. 67Hz, 1H) , 4. 20 (AB q, J=l 
6. 11Hz, 1H),4.26(AB q, J=16. 11Hz, 1H), 4. 38(s, 2H) , 4. 62 
(d, J=13. 19Hz, 1H) , 7. 33 (d, J=6. 84Hz, 1H) , 7. 37-7. 56 (m, 6 
H) , 7. 64-7. 66 (m, 1H) , 7. 80 (d, J=8. 30Hz, 1H) , 7. 87-7. 90 
(m, 1H),8. 00 (d, J=7. 82Hz, 1H) 



Ttmfttit ( C 29 H 36 N 3 OCl 



2HC 1-0. 5H s O t LT) 
tUMt: C, 62. 20; H, 7. 02; N, 7.50; CI, 18. 99 
mWlW 62. 18 7. 15 7. 46 19. 08 
ffft^flrffi (FAB-MS) m/z : 4 7 8 (M + H) * 

16 2 

N— (4-^ b^-v^V^) — N' - [1- (1- + 
y^-^T^*?^) fc°^U ^>-4 --f/^^^/H -1, 

4-^^>-^r ^ ^ 



litl 0 7] 




"OMe 



6 3 



Sfe,ft 24 4-2 4 6t; 

1 H~NMR(CD 3 0D, 400MHz) 6 : 1. 15-1. 28 (m, 2H), 1. 70-1. 90 
(m,6H),2. 02 (m, lH),2.74(td, J=13. 18 and 2.44Hz, 1H), 
2. 89 (d, J=7. 32Hz, 2H) , 3. 00-3. 20 (m, 5H) t 3. 81 (s, 3H) , 4. 0 
6(d, J=13. 67Hz, 1H), 4. 13 (s, 2H), 4. 20 (AB q, J=16. 60Hz, 1 
H) , 4. 26 (AB q, J=16. 60Hz, 1H) , 4. 62 (d, J=13. 19Hz, 1H) , 6. 
99 (d, J=8. 78Hz, 2H) , 7. 33 (d, J=6. 84Hz, 1H) , 7. 35-7. 60 (m, 
5H), 7. 80(d, J=8. 30Hz, 1H), 7. 89(d, J=7. 81Hz, 1H), 8. 00 
(d, J=8. 31Hz, 1H) 
2HC 1-0. 1 H z O t LT) 
ff^ffl: C, 65. 71 ;H, 7. 57;N, 7.66;C1, 12.93 
65.85 7.58 7.09 12.98 
(FAB-MS) m/z : 4 7 4 (M + H) + 

N— (3, 3, 4, 4, 5, 5, 6, 6, 



H 



TtmftVr ( c 30 h 39 n 3 o 2 i 
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3rxi^*i/jV) -N' - [1- {l—f-y^/VT^^ 1 H-NMR(DMSO-d 6 , 400MHz) 6 : 1. 10 (m, 2H) , 1. 60-1. 85 (m, 6 

;V) -1, A-^Zl/^ H), 1. 97 (m, 1H) , 2. 55-3. 30 (m, 12H) , 4. 03 (m, 1H), 4. 16 (s, 2 

T ^ ^ H) , 4. 38 (m, 1H) , 7. 33 (d, J=6. 84Hz, 1H, Ar) , 7. 45 (t, J=6. 84 

[ftl0 8l Hz, 1H, Ar) , 7. 52-7. 54 (m, 2H, Ar) , 7. 82 (d, J=8. 30Hz, 1H, A 

r) , 7. 90-7. 97 (m, 2H, Ar) , 8. 80 (br, 2H, NrH 2 ) , 9. 35 (br, 2H, 




H F FF F 



5tm$ftiT (C 28 H 36 N 3 OF 9 • 2 H C 1 t t"C) 

ftSil :C , 50. 00;H , 5.40 ;N , 6.25 ;C1, 10.54 
49.76 5.52 6.11 10.44 

W&fttifm (FAB-MS) m/z : 6 0 0 (M + H) + 
6 4 X H-NMR (DMS0-d 6 , 400MHz) 6 : 1. 00-1. 27 (m, 2H) , 1. 57-1. 85 

N- [1- (l-t7f/l/rtf/W) tXi)i/y-4- (ra, 10H), 1.98 (m,2H), 2.63 (t,J=l 1.72Hz, 1H), 2. 75-2. 94 

^CjU^^/U] — N ' - (4H-7h7t KPt°7y-4 (ra,8H),3.08(t, J=12. 21Hz, 1H), 3. 26(dd, J=ll. 72 and 1. 

-1,4 y^T ^ V 46Hz, 2H), 3. 85(dd, J=1L 72 and 1. 95Hz, 2H) , 4. 05(d, J=l 

Ut 1 0 9 ] 2. 70Hz, 1H), 4. 16 (s, 2H), 4. 38 (d, J=12. 70Hz, 1H), 7. 33 (d, 

J=6. 34Hz, 1H) , 7. 45 (d, J=8. 30Hz, 1H) , 7. 49-7. 55 (m, 2H) , 
7. 82 (d, J=7. 81Hz, 1H) , 7. 90-7. 98 (m, 2H) , 8. 94 (br, 4H, N*H 
) 




s~\ H 



tc^W ( C 28 H 41 N 3 0 2 • 2. 1HC1 • H 2 0 t L~C) 

fr^{t: C, 61.57 ;H, 8.32 ;N, 7.69 ;C1, 13.63 

61.64 8.36 8.08 13.49 

fCi^flHB (FAB-MS) m/z : 4 5 2 (M + H) * 

6 5 ^-NMR (CD 3 0D, 400MHz) 6 :1. 07 (s, 9H), 1. 15-1. 75(m, 2H), 

N- (2, 2 -v^^/W^n fcVW) -NT - [ 1 - 1. 79-2. 04 (m, 7H),2.71-3. 17 (m, 10H),4.05(m, 1H),4.23 

( 1 -t7f;WTtf";V) tr^U 4 — f A-;* ^ (m, 1H), 4. 63 (m, 1H), 7. 32-7. 53 (m, 4H)7. 80(m, 1H), 7. 89 

AO - 1 , 4-zf? l/*JT ^ V (m, 1H), 7. 99 (m, 1H) 
Mfcl 1 0] 



co " 



5tiS##f ( C 27 H 41 N 3 0 • 2 HC 1 • 0. 5H 2 0<hLT) 

W-JMi : C, 64.14 ;H, 8.77 ;N, 8.31 ;C1, 14.02 

USHI 64.33 8.61 7.92 13.85 
1Cfl;##f1S (FAB-MS) m/z : 4 2 4 (M + H) + 

Mlfo&l 6 6 1 H-NMR (CD 3 0D, 400MHz) 5 : 1. 09-2. 02 (m, 9H), 2. 71-3. 21 

N- (2-v'TV^^) — N * - [1- (1— 1-7*7- (m, 12H), 4. 06(m, 1H), 4. 25(m, 2H)4. 63(m, 1H) , 7. 32-7. 55 

;V7tf/V) fc^y i>V-4 --T^y ^/l/] -1, 4- (m,4H),7. 79 (d, J=8. 3Hz, 1H) 7.88 (m, 1H), 7.99 (d, J=8. 3H 

^v^i/T^^mm z, ih) 
[ftin] 



0 H 



CO 



H 



I 

7gSS#W ( C 25 H 34 N 4 0 • 2HC 1 • 0. 8H 2 0 t Lt) 
f+ffH; C, 60.80 ;H, 7.62 ;N, 10.85 
mmiU 61.27 7.62 10.85 
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W&fttitU (FAB-MS) m/z : 4 0 7 (M + H) * 

6 7 ^-NMR (CD 3 0D, 400MHz) 6 : 1. 10-1. 22 (m, 2H), 1. 75-2. 04 

N- -N' - [1- ( 1 -^tV (m, 7H), 2. 74(m, 1H), 2. 90(d, J=6. 8Hz, 2H), 3. 04-3. 18(m, 4 

^VKTir^/U) fcXUv^-4 — f/V-^^] -1,4 H),3.83(s,2H),4.06(m, 1H),4. 24 (m, 2H) , 4. 63 (m, 1H),7.3 

-79 y^r ^ > 3-7. 55 (m, 4H), 7. 80 (d, J=8. 3Hz, 1H), 7. 88 (m, 1H), 7. 99 (d, 

lit 1 1 2 ] J=8. 3Hz, 1H) 

0 



06 



5c^5>W ( C 24 H 34 N 4 0 2 • 2HC1 • 1. 2H 2 0 <t LT) 

ff-gffi :C, 57.07 ;H, 7.66 ;N, 11.09 ;C1 ,14.04 

HfME 56.82 7.52 10.78 14.43 

S*##fffi (FAB-MS) m/z : 4 11 (M + H) + 
6 8 ^-NMR (CD 3 0D, 400MHz) 6:1. 14-1. 20 (ra, 2H) , 1. 83-2. 21 

N- [2- (^^/V^) ^ITvV] — N* — [1- (m, 14H) , 2. 72-3. 20(m, 12H) , 4. 05 (m, 1H) , 4. 22(m, 2H) , 4. 6 

{1-1-7 ir 7vU) yv ? y-4-^f;Mf 0 (m, 1H) , 7. 31-7. 53 (m, 4H) , 7. 79 (m, 1H) , 7. 87 (m, 1H) , 7. 98 

)V\ - 1 , 4 ^ >- ^ffi (m, 1H) 

Utl 1 3] 



H 



co 

XiSf^flf ( C 26 H 39 N 3 0 S • 2 HC 1 • 1 . 5 H 2 0 t Lt) 
ftSL>(ii :C, 57.66 ;H, 8.19 ;N, 7.76 ;C1 ,13.09 ;S,5. 92 
57.89 8.19 7.41 13.05 6.20 

mmm e 9 232-234^ 

N- (^^n^ntV^f/l/) -NT - [1- ( 1 - + 1 H-NMR (CD 3 0D, 400MHz) 5 :0. 39 (m, 2H), 0. 67 (m, 2H), 1. 05- 

y=f-jVT^^^) t°^<V f/^^^/U] -1, 1. 18 (m,3H), 1.75-1. 99 (m,7H) 2. 71 (m, 1H) , 2. 86-3. 11 (m, 

4-79 V^T S > I&lWSL 10H), 4.03(m, lH),4.20(m,2H),4.60(ra, 1H) , 7. 29-7. 51 (m, 

[flSl 14] 4H) , 7. 76 (d, J=8. 3Hz, 1H) , 7. 85 (d, J=7. 3Hz, 1H) , 7. 96 (d, J 

=7. 8Hz, 1H) 



co 



%Mft$X ( C 26 H 37 N 3 0 • 2 H C 1 • 0 . 9 H z O t LT) 

ffS^fi: C, 62.87 ;H, 8.28 ;N, 8.46 ;C1 ,14.27 

H8Mf 63. 17 8. 31 8. 09 14. 12 

K4#tFMt (FAB-MS) m/z : 4 0 8 (M + H) + 
SlJfe^J 7 0 1 H-NMR (CD 3 0D, 400MHz) 5 : 1. 08-1. 21 (m, 2H), 1. 74-2. 02 

N- [1- {l—Ty^/VT^M fcVSJJ i?Zs-4- (m,7H),2. 72 (m, lH),2.89(d, J=6. 83Hz, 2H) , 2. 97-3. 17 (m, 

-OU^Tvl"] — N * - (<0&7A'ytT2'<lst?/U) - 5H),4. 05(m, 1H) , 4. 22 (m, 2H) , 4. 38(s, 2H),4. 63(m, 1H),7. 

1 , 4 -79 >i?T ^ > 32-7. 54 (m, 4H), 7. 79(d, J=8. 3Hz, 1H), 7. 87(J=7. 8Hz, 1H), 

Utl 1 5] 7.99(d, J=8.3Hz, 1H) 



co 




ytmfttif ( C 29 H 32 F s N 3 0 • 2 H C 1 • 0 . 3 H 2 0 t LT) 
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tf-SHS: C, 56.92;H, 5. 70;N, 6.87 ;C1, 11. 59;F, 15.52 
Hffcffi 56.97 5.79 6.79 11.60 15.13 

KAfttitm (FAB-MS) m/z : 5 3 4 (M+H) * 

mmm 1 1 

N-^VVW-N' - [1- (1 -^^vUTir^VlO 

fc^y ^v-4 --f/i^ -i, 



[ft 1 1 6 ] 



u _ 

00 



H 



242-244t 
^-NMR (CD 3 0D, 400MHz) 6 :0. 92 (m, 3H), 1. 09-1. 22 (m, 2H), 
1. 35 (m, 6H) , 1. 68-2. 03 (m, 9H) 2. 74 (m, 1H) , 2. 90 (d, J=6. 8H 
z, 2H) , 2. 97-3. 17 (m, 7H) 4. 05 (m, 1H) , 4. 22 (m, 2H) , 4. 64 (m, 
1H) , 7. 32-7. 55 (m, 4H) 7. 79 (d, J=8. 3Hz, 1H) , 7. 87 (m, 1H) , 
7. 99(d,J=7. 8Hz, 1H) 



ytmftVr (C 28 H 43 N 3 0 



64.71 ;H 
64. 49 

WmftVrm (FAB -MS) m/z 



2. 2 HC 1 ■ 0 . 
8.81 ;N, 8.09 ;C1 
8.84 



7 2 



~fvW) tf^U — r^v^^yw] -1, 4-y^>- 
[ft 1 1 7 ] 



1 H 2 0 t LT) 
, 15.01 
8. 39 14. 68 

4 3 8 (M + H) * 

1 H-NMR (CD3OD, 400MHz) 6 : 1. 09-1. 38 (m, 7H), 1. 68-2. 11 
(m, 12H) , 2. 74 (m, 1H) , 2. 89 (d, J=7. 3Hz, 2H) , 2. 97-3. 17 (m, 
6H) , 4. 05 (m, 1H) , 4. 22 (m, 2H) , 4. 63 (m, 1H) , 7. 32-7. 54 (m, 4 
H), 7. 79 (d, J=8. 3Hz, 1H), 7. 87 (d, J=7. 3Hz, 1H), 7. 99 (d, J= 
7. 8Hz, 1H) 



0 



H 



OO 

tc^^W ( C 28 H 41 N 3 0 • 2HC 1 



7 3 



H 2 0 t It) 
f+^lS :C, 63.87 ;H, 8.61 ;N, 7.98 ;C1 ,13.47 
H^fil 63.58 8.97 7.84 13.71 
mfrVtm (FAB-MS) m/z : 4 3 6 (M+H) 



N — (3-tKn^ntT/v) -N' - [1- (1- 

^-y^^r±^/^) b°^yv ? >'-4 — {jvt^jv] - 

1, 4-y*ls*?T$> 
[ft 1 1 8 ] 



X H-NMR (CD3OD, 400MHz) 6:1. 09-1. 26 (m, 2H), 1. 77-2. 03 
(ra, 9H), 2. 74 (m, 1H), 2. 88 (d, J=7. 3Hz, 2H), 2. 97-3. 17(m, 9 
H) , 3. 68 (t, J=5. 9Hz, 2H) , 4. 05 (m, 1H) , 4. 22 (m, 2H) , 4. 64 
(m, 1H) , 7. 32-7. 55 (m, 4H) , 7. 79 (d, J=8. 3Hz, 1H) , 7. 87 (m, 1 
H),7.98(d, J=8. 3Hz, 1H) 



H 



00 



jcmfrVr ( C 25 H 37 N 3 0 2 • 2 HC 1 • 0. 7 5H z O t LT) 
f+ffiit : C, 60.29 ;H, 8.20 ;N, 8.44 ;C1, 14. 24 
H^tit 60.32 8.41 8.39 14.39 

mmftVtm (FAB-MS) m/z : 4 12 (M + H) * 



N-7 
/!✓) b° 

[ftl 



7 4 



- [1- (1 -•+^^/WTir^ 
-Y/Wrf^VW] -1, 4-^ r ^>v ? 



19] 



06 

NLA. 2 3 9-2 4 0t 

1 H-NMR (CD3OD, 400MHz) 6 : 1. 07-1. 20 (m, 2H) , 1. 77-2. 01 
(m, 7H) , 2. 74 (m, 1H) , 2. 89 (d, J=7. 3Hz, 2H) , 2. 97-3. 1 7 (m, 9 
H) , 4. 05 (ra, 1H) , 4. 22 (m, 2H) , 4. 63 (m, 1H) , 7. 25-7. 54 (m, 9 
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H) , 7. 79 (d, J=8. 3Hz, 1H) , 7. 87 (m, 1H) , 7. 98 (d, J=8. 3Hz, 1 



■KMfttft ( C 30 H £ 



,N~0 • 2 H C 1 



H) 
0. 



1H 2 0 



tHM£: C, 67.68 ;H, 7.80 ;N, 7.89 ;C1, 13.32 
H^fit 67.67 7.78 7.73 13.47 
R*##Ht (FAB -MS) m/z : 4 5 8 (M+H) 

mmm 1 5 

N-v^ n^v^v^-N' - [1- ( 1 -^^A-T-tr 
^y-A-^i -1, 4--?$y 

i?r ^ y mmm. 

[ftl 2 0] 



X H-NMR (CD 3 0D, 400MHz) 5 : 1. 09-1. 38 (m, 2H), 1. 66-2. 10 
(m, 15H) , 2. 74-3. 17 (m, 6H) , 3. 52 (m, 1H) , 4. 03 (m, 1H) , 4. 22 
(m, 2H) , 4. 60 (m, 1H) , 7. 32-7. 52 (m, 4H) , 7. 79 (m, 1H) , 7. 87 
(m, 1H),7. 99 (m, 1H) 



00 



mmm 7 e 

N— [1- ( 

>V\ - 1 , 4 
[ft 1 2 1 ] 



7n^#W ( C 27 H 39 



N 3 0 • 2 H C 1 • 0 
tHUS : C, 64.40 ;H, 8.41 ;N, 8.34 
^ffi 64. 59 8. 48 

«4##rffi (FAB-MS) m/z 

1 -^^vUT-fcr^) fc w -<y^V-4- 
— N ' - [ (S) -1- (7^^-/1-) ^ 



5H 2 0 t Lt) 
CI, 14.08 
8.21 14.11 
4 2 2 (M + H) + 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 07-1. 18 (m, 2H), 1. 68-1. 99 
(m, 10H) , 2. 69-3. 17 (m, 8H) , 4. 04 (m, 1H) , 4. 22 (m, 2H) , 4. 3 
6 (m, 1H) , 4. 60 (m, 1H) , 7. 30-7. 51 (m, 9H) , 7. 78 (d, J=8. 3Hz, 
1H) , 7. 87 ( J=7. 3Hz, 1H) , 7. 98 (d, J=8. 3Hz, 1H) 




H 



II 



Tt^frVf ( C 30 H 39 N 3 0 



2HC 1 • H 2 0 t Lt) 
ff#<tt: C, 65.68 ;H, 7.90 ;N, 7. 66 ;C1, 12.92 
66.05 8.29 7.51 12.73 
fC*##Tffi (FAB -MS) m/z : 4 5 8 (M + H) 

mmm 1 7 

N-v^ n^^^/V-N' - [1- (l-t7f;V7t 
?Vl/) t°^y v ? >--4--f/wy *f-?V\ -1, 

[ft 1 2 2 ] 



1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 12-1. 21 (m, 2H) , 1. 57-2. 02 
(m, 21H) , 2. 74 (m, 1H) , 2. 89 (d, J=7. 3Hz, 2H) , 3. 04-3. 17 (m, 
5H) , 4. 05 (m, 1H) , 4. 22 (m, 2H) , 4. 63 (m, 1H) , 7. 32-7. 54 (m, 4 
H) , 7. 79 (d, J=8. 3Hz, 1H) , 7. 87 (J=7. 3Hz, 1H) , 7. 99 (d, J=8. 
3Hz, 1H) 



M7 8 
N- [1- ( 

[ft 1 2 3 ] 



ytmftffi ( C 30 H 45 N 3 0 • 2. 
f+^fi: C, 61.72 ;H, 8.65 
61. 73 8. 82 



7HC 1 • 1 . 
;N, 7.20 ;C1 ,16.40 
6. 92 16. 28 



2H 2 0 t LT) 



Sffl^WH (FAB-MS) m/z : 4 6 4 (M + H) 



l- + ^^T"tr^/W fc^y 4 - 

-N' - (2--+ y^fVtf-As) -1, 4 



CO 

RlMK. 2 3 5-2 3 6t 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 09-1. 19 (m, 2H) , 1. 82-2. 01 
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(m, 7H) , 2. 72 (m, 1H) , 2. 87 (d, J=6. 8Hz, 2H) , 3. 02-3. 14 (m, 5 
H) , 4. 04 (m, 1H) , 4. 22 (m, 2H) , 4. 37 (s, 2H) , 4. 61 (m, 1H) , 7. 3 

TtmftVt ( C3 3 H3 9 N 3 0 • 2 H C 1 ■ 0 . 

trStt :C, 69.07 ;H, 7.34 ;N, 7.32 ;C1 ,12.36 
m^W. 69.17 7.37 7.26 12.41 
«;&##fffi (FAB-MS) m/z : 4 9 4 (M+H) 

mmm 7 9 

N— [1 - (1 —t 7f;i/7tf;v) t°^< ]) 4 - 

^a^a] — n' - (yA-tf^W->-- 2--f A) - 

i, 4 — y^^s^r^ >- 

[ft 1 2 4 ] 



1-7. 61 (m, 8H) , 7. 77-8. 03 (m, 6H) 



4H 2 0 ^ It) 



X H-NMR (CD 3 0D, 400MHz) 6 : 1. 12-2. 10(m, 17H) , 2. 33 (br s, 
1H) , 2. 58 (br s, 1H) , 2. 74 (m, 1H) , 2. 89 (d, J=6. 8Hz, 2H) , 2. 
97-3. 15 (m, 4H) , 3. 45 (m, 1H) , 4. 05 (m, 1H) , 4. 22 (m, 2H) , 4. 6 
3 (m, 1H) , 7. 32-7. 53 (m, 4H) , 7. 79 (d, J=8. 3Hz, 1H) , 7. 87 (d, 
J=8. 3Hz, 1H) , 7. 99 (d, J=7. 8Hz, 1H) 




0 H J 



TtmftVr ( C 29 H 41 N 3 0 • 2 H C 1 • 0 . 9H 2 0 
W-JMi: C, 64.89 ;H, 8.41 ;N, 7.83 ;C1, 13.21 
HSMB 64.98 8.62 7.74 13.24 

Sf^fffi (FAB-MS) m/z 



t LT) 



mmms o 

N- [1- ( 
[ft 1 2 5 ] 



1 -^7^7^^) t°-<y 4 - 

— N ' - (1 -^^Vl^^A) -1, 4 




7U^*f ( C3 3 H3 9 N 3 0 • 2 H C 1 
f+fffi: C, 65.77; H, 7.53; N, 
SI^Mfi 65. 78 7. 68 

ftfcfttfNit (FAB -MS) m/z 

HJ£#] 8 1 

N— [4- (t-y^/V) ^>-vvl/] -N' - [ 1 - 
(1 -^^^^Tir^/P) b 0 -<y v^-4 — f/P^^- 
a] - 1, 4-^y^7;y 

[ft 1 2 6 ] 




4 4 8 (M + H) + 

X H-NMR (CD3OD, 400MHz) 6 : 1. 00-1. 30(m, 2H) , 1. 60-1. 90 
(m, 6H) , 2. 04 (m, 1H) , 2. 72 (m, 1H) , 2. 86 (d, J=7. 33Hz, 2H) , 
2.95-3.35(m,9H),4.04(br d,J=13. 67Hz, 1H),4. 17 (AB q, 
J=10. 60Hz, 1H), 4. 23 (AB q, J=10. 60Hz, 1H), 4. 60 (d, J=13. 
18Hz, 1H) , 4. 71 (s, 2H) , 7. 32 (d, J=6. 84Hz, 1H) , 7. 43 (t, J= 
8. 30Hz, 1H), 7. 47-7. 70 (m, 5H), 7. 73 (d, J=6. 35Hz, 1H), 7. 8 
0 (d, J=8. 30Hz, 1H) , 7. 88Hz, d, J=7. 82Hz, 1H) , 7. 90-8. 05 
(m, 3H) , 8. 19 (d, J=8. 79Hz, 1H) , 



2H z O t Lt) 
6. 97 
6. 87 

: 4 9 4 (M + H) + 

234-235t 
1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 05-1. 3(m, 2H), 1.32(s, 9H), 
1. 75-1. 9 (m, 6H) , 1. 95-2. 1 (m, 1H) , 2. 74 (m, 1H) , 2. 91 (d, J= 
7. 3Hz,2H),3. 0-3. 2 (m, 5H),4. 06 (d, J=13. 7Hz, 1H),4. 18 
(s, 2H) 4. 24 (d, J=6. 4Hz, 1H) , 4. 63 (d, J=13. 7Hz, 1H) , 7. 33 
(d, J=7. 3Hz, 1H, Ar) , 7. 41-7. 45 (m, 3H, Ar) , 7. 48-7. 55 (m, 4 
H, Ar) , 7. 80 (d, J=8. 3Hz, 1H, Ar) , 7. 89 (m, 1H, Ar) , 8. 00 (d, J 
=8. 3Hz, 1H, Ar) 



Kfi^Wffi (FAB -MS) m/z : 5 0 0 (M+H) * 



8 2 



N- (3, 4 -^^l^^^^v-^^^) -N' - 

[1- (1 -^^A-Tir^A-) 
*?vl/| -1, 4 -^yv/7^y 

lit 1 2 7 ] 




266-268t 
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1 H-NMR(DMSO-d 6 , 400MHz) 6 : 1. 05-1. 15(m, 2H), 1. 70(br, 4 
H), 1. 79(d, J=13. 2Hz, 1H), 1. 97 (br, 1H), 2. 63 (t J=14. 7H 
z, 1H) , 2. 8-2. 9 (m, 6H) , 3. 08 (m, 1H) , 4. 0-4. 1 (m, 3H) , 4. 16 
(s, 2H) , 4. 39 (d, J=12. 7Hz, 1H) , 6. 05 (s, 2H) , 6. 96 (d, J=7. 8 
Hz, 1H, Ar) , 7. 02 (dd, J=7. 8, 1. 5Hz, 1H, Ar) , 7. 19 (d, J=l. OH 

TtmftVr (C 30 H3 7 N 3 03 • 2HC 1 itt) 
frjtti: C, 64. 28;H, 7.01;N, 7.50;C1, 12.65 
Hlfcffi 63.99 7.09 7.50 12.55 
IC4##HI (FAB-MS) m/z : 4 8 8 (M + H) 

SlJfefll 8 3 

N- ( h"7>^~4 -7^7 */9 n^3f >v>) -N' - 
[l- (1 —Tryf-Wtf-M t^y — <;v 

**f->v\ -l, 4-^^>-^r^>- mmm. 

Ut 1 2 8 ] 



z, 1H, Ar) , 7. 33 (d, J=6. 8Hz, 1H, Ar) , 7. 45 (t, J=7. 6Hz, 1H, A 
r) , 7. 49-7. 54 (m, 2H, Ar) , 7. 82 (d, J=8. 3Hz, 1H, Ar) , 7. 91- 
7. 97 (m, 2H, Ar) , 8. 85 (br m, 2H, N+H 2 ) , 9. 22 (br m, 2H, N 
+ H 2 ) 



1 H-NMR(DMS0-d 6 ) 8 : 1. 09 (m, 1H) , 1. 28-1. 58 (m, 3H) , 1. 58 
-1. 87 (m, 7H) , 88-2. 21 (m, 6H) , 2. 63 (m, 1H) , 2. 69-3. 00 (m, 7 
H) , 3. 08 (in, 1H) , 3. 43 (m, 1H) , 4. 05 (m, 1H) , 4. 16 (s, 2H) (m, 1 
H), 7. 33 (d, J=6. 8Hz, 1H), 7. 45 (t, J=7. 6Hz, 1H) (m, 2H), 7. 8 
2 (d, J=8. 3Hz, 1H) , 7. 94 (m, 2H) , (m, 3H) , 8. 50-9. 38 (broad 
m, 7H) 




O^ff N <]>'NH 2 



TLmftVr ( C 28 H 42 N 4 0 • 3HC 1 • 
ffgCfg: C, 57.29;H, 8.24;N, 9.54 
HfHfi 57.70 7.82 8.97 



5H z O 



t tr) 



(FAB -MS) m/z 

mmms4 

N- [1- (1 -t7f^Tt^) 

4 As** As] — N' - [1- (4-fc°IJv7V) tf^Uv* 



^-4 — f /i^^vkl - i : 

[ft 1 2 9 ] 



0 




^ H 



4 5 1 (M + H) + 

jBL£. 2 2 5-2 3 0t: 

x H-NMR(CD 3 0D, 400MHz) 6 : 1. 16-1. 43 (m, 4H), 1. 85-2. 06 
(m, 10H), 2. 80 (m, 1H), 2. 91-3. 20 (m, 12H), 4. 20 (m, 1H), 4. 2 
4 (m, 2H) , 4. 30 (m, 2H) , 4. 65 (m, 1H) , 7. 17 (d, J=7. 8Hz, 2H) , 
7. 33-7. 54 (m, 4H) , 7. 80 (d, J=7. 8Hz, 1H) , 7. 88 (d, J=7. 8Hz, 
1H) , 8. 00 (d, J=7. 8Hz, 1H) , 8. 10 (d, J=7. 3Hz, 2H) 



7G*#*f (C 33 H 45 N 5 0 ■ 3HC1 • 3H 2 0 t Lt) 
fr^tt: C, 57.35 ;H, 7.87 ;N, 10.13 ;C1, 15.39 



m$km 57. 78 7. 58 
«*#*fffi (FAB-MS) m/z 



8 5 



N— (1 ^vl/fcf^y v>>--4 — f;l/^f;u) -N' 
- [1- (1 -^-^^/WTir^/w) fcf^yv^-4 — f 
A^fvKl -1, 4-^yv?7>y Ml 
[ft 1 3 0 ] 



9. 45 15. 36 

5 2 8 (M+H) + 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 09-1. 22 (m, 2H), 1. 62-2. 11 
(m, 12H), 2. 73 (m, 1H), 2. 85 (s, 3H), 2. 90 (d, J=6. 8Hz, 2H), 
2. 99-3. 17 (m, 9H) , 3. 50 (m, 2H) , 4. 05 (m, 1H) , 4. 22 (m, 2H) , 
4. 63 (m, 1H) , 7. 3 1-7. 54 (ra, 4H) , 7. 79 (d, J=8. 3Hz, 1H) , 7. 87 
(m, 1H),7. 98 (d, J=7. 8Hz, 1H) 



CO 



TcfSftVt ( C 29 H 44 N 4 0 

turn 



3 HC 1-0.8 H 2 0 t LT) 
C, 59.19 ;H, 8.32 ;N, 9.52 ;C1, 18.07 
59.27 7.97 9.43 17.70 
Rffi^WMfi (FAB -MS) m/z : 4 6 5 (M+H) + 
MS 6 -N' - [1- (l-t7f/vrtf/U) fc° 

n- [l- (3-r ^ /^n tr/u) t o -<y s^— 4 — y ^y^^-4 — fyt^^] - 1 , 4-^^^v^r ^ >- 
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Kb i 3 i ] 



CO 



2 3 

1 H-NMR (CD 3 OD, 400MHz) 6 : 1.09-2. 14 (m, 16H),2. 70-3. 20 
(m, 16H) , 3. 60 (m, 2H) , 4. 05 (m, 1H) , 4. 23 (m, 2H) , 4. 62 (m, 1 
H) , 7. 31-7. 52 (m, 4H) , 7. 79 (m, 1H) , 7. 87 (m, 1H) , 7. 98 (m, 1 
H) 



jtm#m (C 31 H 49 N 5 0 



4HC 1 • 1 . 
fHHi : C, 54.71 ;H, 8.29;N, 10.29 
55. 08 8. 05 
KM^Vtm (FAB-MS) m/z 

18 7 

n- -n' - [1- ( 1 -~ty 

Mb 1 3 2 ] 



5H z O <b LT) 



9. 87 

5 0 8 (M+H) * 

1 H-NMR (CD3OD, 500MHz) 6 : 1. 08-1. 25 (m, 2H), 1. 83 (m, 6 
H) , 2. 04 (m, 1H) , 2. 1 1 (quint, J=7. 6Hz, 2H) , 2. 75 (t, J=ll. 7 
Hz, 1H) , 2. 92 (d, J=7. 3Hz, 2H) , 4. 07 (d, J=14. 2Hz, 1H) , 4. 24 
(AB q, J=16. 1Hz, 2H), 4. 63 (d, J=13. 7Hz, 1H), 7. 34 (d, J=7. 
3Hz, 1H, Ar) , 7. 44 (t, J=7. 6Hz, 1H, Ar) , 7. 53 (m, 2H, Ar) , 7. 8 
0 (d, J=8. 3Hz, 1H, Ar) , 7. 89 (d, J=7. 3Hz, 1H, Ar) . 8. 00 (d, J= 
8. 3Hz, 1H, Ar) 



WMftVfm (FAB-MS) m/z : 4 11 (M+H) + 



mmm s 8 

n- [l- (i —ry^/vr^^/u) fcV*y^>--4- 

-YA^^/U] -N* - (b°^y ^>-4 —'(A'jl'f-M 
— 1, 
[Ibl3 3] 



1 H-NMR (CD 3 0D, 400MHz) 6 : 1. 2-1. 35 (m, 2H), 1. 5-1. 6(m, 2 
H), 1. 78 (d, J=12. 7Hz, 1H), 1. 88 (d, J=13. 2Hz, 1H), 2. 05-2. 
15 (m, 3H) , 2. 15-2. 25 (m, 3H) , 2. 76 (t, J=12. 0Hz, 1H) , 2. 93 
(d, J=6. 8Hz, 2H) , 3. 0-3. 1 (m, 4H) , 3. 12-3. 18 (m, 5H) , 3. 42 
(d, J=12. 7Hz, 2H) , 4. 05 (d, J=13. 7Hz, 1H) , 4. 24 (d, J=6. 4H 
z, 2H) , 4. 62 (d, J=12. 7Hz, 1H) , 7. 32 (d, J=6. 8Hz, 1H, Ar) , 7. 
43 (t, J=7. 6Hz, 1H, Ar) , 7. 45-7. 55 (m, 2H, Ar) , 7. 79 (d, J=7. 
8Hz, 1H, Ar) , 7. 88 (d, J=8. 5Hz, 1H, Ar) , 7. 99 (d, J=8. 3Hz, 1 
H, Ar) 



7C*##f ( C 27 H 40 N 4 O • 3HC 1 



0. 7 5H a O t It) 



C, 57.96 ;H, 8.02 ;N, 10.01 
9. 76 



If** 

H^lfi 57. 62 7. 78 
m&ftVrm (FAB -MS) m/z 

mmm s 9 

n— [3- (^o^^/Mf^r^y) ^ptvi/] 
— n ' - [1- {i—ry^/vr^^/v) t°^y^>- 

4— tfrt^/V-] -1, 4-^^75^ ttifetft 
Ht 1 3 4 ] 



4 3 7 (M + H) + 

1 H-NMR (CD3OD, 400MHz) 6 : 1. 02-1. 34 (m, 7H), 1. 73-2. 19 
(m, 15H) , 2. 71-3. 17 (m, 14H) , 4. 05 (m, 1H) , 4. 22 (m, 2H) , 4. 6 
3 (m, 1H) , 7. 31-7. 54 (m, 4H) , 7. 79 (d, J=8. 3Hz, 1H) , 7. 87 (m, 
1H), 7. 98 (d, J=7.8Hz, 1H) 



CO B 



H 



7C^5^W ( C 32 H 50 N 4 O 



5H 2 0 t IT) 



3HC 1 • 0 

ft^fll : C, 61.48 ;H, 8.71 ;N, 8.96 ;C1, 17.01 

%mU 61. 48 8. 64 

Kft##HI (FAB-MS) m/z 
IWJ9 0N- [3- (^o^P^/MW^) 
l/ntVi/l — N* - [1- (l-t7f;U7-fe^l/) tf 



8. 82 17. 05 

5 0 7 (M + H) + 

s<V v^-4 -^/U^^vW] -l, 4-7#>i?T 
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Iftl3 5] 



H H . 



06 



H 



^2 9 H 44 N 3 0 



jtm#m < c 

ftJMi : C, 59.55 ;H, 

mmm 59. 64 

Kfi#*fffi (FAB -MS) m/z 

HJ&^J 9 1 

N — [1- (6-tKn^>-2, 5, 7, 8 -"r 

;v) -i, 4-;/^>'v ? T^>' 
[ft 1 3 6 ] 



1 H-NMR (CD 3 OD, 400MHz) 6 : 0. 43 (m, 2H) , 0. 71 (m, 2H) , 1. 08- 
1. 22 (m, 3H) , 1. 74-2. 18 (m, 10H) , 2. 74 (m, 1H) , 2. 89-3. 17 
(m, 13H) , 4. 05 (m, 1H) , 4. 22 (m, 2H) , 4. 63 (m, 1H) , 7. 32-7. 54 
(m, 4H) , 7. 79 (d, J=8. 3Hz, 1H) , 7. 87 (d, J=7. 8Hz, 1H) , 7. 98 
(d, J=7. 8Hz, 1H) 
• 3 H C 1 -0. 6H z O t Lt) 
8.31 ;N, 9.58 ;C1 ,18.18 
8. 16 9. 47 18. 47 

4 6 5 (M + H) + 

2 2 1 -2 2 3t 
1 H-NMR (CD3OD, 400MHz) 8 : 1. 22-1. 43 (m, 4H) , 1. 64-2. 21 
(m, 17H) , 2. 14 (s, 3H) , 2. 20 (s, 3H) , 2. 21 (s, 3H) , 2. 61-3. 14 
(m, 12H) , 3. 49 (m, 2H) , 4. 50 (m, 1H) , 5. 20 (m, 1H) 



HO 




^ H 



7tJjf##T ( C 30 H 60 N 4 0 £ 



tt^fit : C, 



• 3 HC 1 
56. 11 ;H, 8.63 
56. 13 8. 67 
SMftffim (FAB-MS) m/z 



19 2 
N— [1 - (5 



4-^A-^/Kl -N' - (fc^ys? 

[it 1 3 7 ] 



H z O £ LT) 
N, 8.72 ;C1, 16.56 
8. 47 15. 98 

5 15 (M+H) + 

M>&. 216-2181: 

1 H-NMR(CD 3 0D, 400MHz) 6 : 0. 86 (m, 2H), 1. 17(m,2H), 1.50 
-2. 14 (m, 10H) , 2. 67 (m, 1H) , 2. 81 (d, J=6. 8Hz, 2H) , 2. 97-3. 
05 (m, 9H) , 3. 41 (m, 2H) , 3. 79 (d, J=15. 1Hz, 1H) , 3. 90 (d, J=l 
5. 1Hz, 1H) , 4. 13 (m, 1H) , 4. 58 (m, 1H) , 6. 86 (m, 1H) , 7. 19-7. 
31 (m, 3H) 



TtmWft (C 26 H 4Q N 5 OF • 3 H C 1 



2H 2 0 t LT) 
C, 51.78 ;H, 7.86 ;N, 11.61 ;C1, 17. 64 ;F,3. 15 



XIMt 51.94 7.73 

Stfi^flrlB (FAB-MS) m/z 

mmm 9 3 

N— [1- ( 5 - y K-^- 3 ->f;i/7tf 

;v) M a ^])^^-A-^/^^^jV\ — N ' - [(2S)- 

t 0 py^y-2--Y;Mf^] -1, 4 -y^y^r^: 



[it 1 3 8 ] 



H 



11.43 17.54 3.42 
4 5 8 (M+H) + 

A H-NMR (CD3OD, 400MHz) 5 :0. 82-0. 92 (m, 1H), 1. 05-1. 12 
(m, 1H), 1.69(br d, J=12. 21Hz, 1H), 1. 80-2. 20 (m, 9H) , 2. 3 
3 (m, 1H) , 2. 67 (m, 1H) , 2. 83 (d, J=7. 33Hz, 2H) , 3. 00-3. 20 
(m, 4H), 3. 34-3. 50 (m, 5H), 3. 80 (AB q, J=15. 13Hz, 1H), 3. 9 
1(AB q, J=15. 13Hz, lH),3.99(m, 1H),4. 15 (d, J=13. 68Hz, 1 
H) ? 4. 60(d, J=13. 21Hz, 1H),6. 88 (m, lH),7.21(s, 1H),7. 22 
-7. 32 (m, 2H) 



TtMfttit ( C 2S H 38 N 5 OF • 3HC 1 • 2 H 2 0 t LT) 
f+J£H: C, 50.98;H, 7. 70;N, 11.89;C1, 18.06 
Sliftg 50.90 7.39 11.50 18.06 

mMttVtm (FAB-MS) m/z : 4 4 4 (M+H) + 



-44- 



194 2 3 onca± 

N— [1- (4-y/W^n^zn^^ r ^^v) fcV*ys; ^-NMRCCDaOD^OOMHz) 5 :1.00(m, 1H), 1. 16(m, 1H),1.54 

I/- -N' - f/V (m,2H), 1. 77-2. 16 (m, 10H), 2.67 (m, 1H) , 2. 88 (m, 2H) , 2. 98 

* - 1 , 4 - ^ ^ ^ i?7 ^ > fflgtS. -3. 12 (m, 9H) , 3. 42 (m, 2H) , 3. 76 (m, 2H) , 4. 05 (m, 1H) , 4. 56 

lit 1 3 9 ] (m, 1H) , 7. 03 (m, 2H) , 7. 25 (m, 2H) 



7cig##f (C 24 H 39 FN 4 0 • 3HC 1 ■ 0 . 2 5H z O t UT) 

tf^fil: C, 54.14 ;H, 8.04 ;N, 10.52 ;C1, 19. 97 ;F, 3.57 

^l^ffi 54.16 7.86 10.46 19.71 3.48 

ffS##f<fi (FAB-MS) m/z : 4 19 (M + H) * 

9 5 X H-NMR (CD3OD, 400MHz) 6 : 1. 14 (m, 2H) , 1. 52 (m, 2H) , 1. 83 

N- [1- [4- (l—fy^M y^y/ls] t^y^ -2. 14(m, 12H),2.48(m,2H),2.64(m, 1H), 2.90-3. 12(m, 13 
^-4—f/W^^/U] — N' - (b e -<y^>^"-4 — H) , 3. 41 (m, 2H) , 3. 89 (m, 1H) , 4. 57 (m, 1H) , 7. 33-7. 51 (m> 4 

^^/V) -1, 4-7?l/i?7^ls H),7.71(d,J=7. 8Hz,lH), 7.84 (d,J=7.8Hz,lH), 8.11 (d,J= 

[^14 0] 8. 3Hz, 1H) 



H 

7G*#*f ( C 30 H 46 N 4 0 • 3 H C 1 -0. 5H 2 0 t LX) 

C, 60.35 ;H, 8.44 ;N, 9.38 ;C1, 17.81 

^Rffi 60.08 8.31 9.19 17.89 

R*#*Hfi (FAB -MS) m/z : 4 7 9 (M + H) + 
I 9 6 ^-NMR (CD 3 0D, 400MHz) 6 : 1. 15 (m, 2H) , 1. 55 (m, 2H), 1. 82- 

N- [1- [4- (l-^^A-) h^/U] 2. 16(m, 10H),2. 69-3. 07(m, 12H), 3. 43 (m, 2H) , 4. 01 (m, 1 

4— f A'^^-A'] -N* - (fcV<y v^-4— H),4.03(m,2H),4.60(m, 1H), 6. 38(d, J=15. 1Hz, 1H),7. 02 
- 1 , 4-7* yv?7 5: V (m, 1H), 7. 34-7. 53 (m, 4H), 7. 77-8. 03 (m, 3H) 

lit 1 4 1 ] 



06 ~ " 



7cSl##f ( C 30 H 44 N 4 O • 3 H C 1 • H 2 0 t Lt) 
fWffi: C, 59.65;H, 8. 18;N, 9.27 ;C1, 17. 61 
HSMS 59.70 8.02 9.25 17.84 
mmftVrm (FAB-MS) m/z : 4 7 7 (M + H) * 
MMffl 9 7 1 H-NMR (CD3OD, 400MHz) 6 : 1. 18-2. 18 (m, 14H), 2. 84-3. 12 

N— [1- [h7>*-3- (\—t73-/V) 7?}) (m, 12H), 3.44 (m,2H), 3.48 (m,lH), 4.72 (m,lH), 7.21 (d, J= 

d-fyW] t^y^V-4 — f A^fvW] -N' - (t 0 ^ 15. 5Hz, 1H), 7. 49-7. 59 (m, 3H) , 7. 87-7. 92 (m, 3H),8. 20 (d, 

y ^V-4->f^^) -1, 4 -T^Vv^T^ >- J=8. 3Hz, 1H) , 8. 43 (d, J=15. 5Hz, 1H) 

[ft 1 4 2 ] 

7t;i{f##f ( C 29 H 42 N 4 0 • 3HC1 • 1. 5H 2 0 t Lt) 
f+gLlE : C, 58. 14;H, 8.08;N, 9.35 ;C1, 17.75 
58.32 7.84 9.25 17.84 
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(FAB-MS) m/z : 4 6 3 (M + H) + 
9 8 1 H-NMR (CD 3 OD, 400MHz) 6 : 0. 98-2. 28 (m, 25H) , 2. 65 (m, 1 

N- [1- (i/f o^i^Tir^vV) fcV*y^>--4 H) , 2. 95-3. 16 (m, 13H) , 3. 43 (m, 2H) , 4. 03 (m, 1H) , 4. 58 (m, 1 

— f/v**yv] — N* - (^y^y-4--f;Mf H) 
a) - 1, 

[ftl4 3] 



5cSi#W ( C 24 H 46 N 4 0 • 3HC 1 t LT) 

IWfi: C, 55. 86 ;H, 9.57;N, 10.86 ;C1, 20.61 
HfMS 55.59 9.05 10.82 20.21 
MS^Wffi (FAB -MS) m/z : 4 0 7 (M + H) + 
9 9 X H-NMR (CD3OD, 400MHz) 6 : 0. 94(m, 1H), 1. 12(m, 1H), 1. 54 

N- [1- (3, 4-v>^ Y *l~)VT^*?M (m, 2H), 1. 77-2. 15(m, 10H), 2. 67(m, 1H), 2. 87(d, J=6. 8Hz, 

— r/V^^/W] — N' - (t^y^^-4 2H),2.98-3.07(m,9H),3.42(m,2H),3.71(m, 2H),3.80(s,3 

-JtV* - 1 , 4 - y ^ >i?T ^ is 1£St&. H) , 3. 81 (s, 3H) , 4. 06 (ra, 1H) , 4. 57 (m, 1H) , 6. 78-6. 90 (m, 3 

Ut 1 4 4 ] H) 



jXo 14 



H 

5g*#W ( C 26 H 44 N 4 0 3 - 3HC1 - 0. 25H 2 0 t LT) 
ff*« : C, 54.35 ;H, 8.33 ;N, 9.75 ;C1, 18.51 
HBfcfil 54.24 8.24 9.67 18.32 

Sft^Wfll (FAB-MS) m/z : 46 1 (M + H) + 
MMM 10 0 ^-NMR (CD3OD, 400MHz) 6 : 1. 15 (m, 2H) , 1. 54-2. 15 (m, 12 

N- [1- (2, Kn^r^7xxyV7tf/V) H), 2. 67-3. 04(m, 12H) , 3. 29-3. 70 (m, 4H) , 4. 10(m, 1H), 4. 5 

txp^y-4-^;MM -N' - (fc^y^- 2(m, 1H)6. 30(m, 1H), 6. 37(s, 1H), 6. 90(m, 1H) 

4--tVW^) -1, 4 -Z/^^T^ V 
[ftl4 5] 



HO 

7C*^*ff ( C 24 H 40 N 4 O 3 • 3 HC 1 • 3 . 5 H 2 0 t IT) 

tt-Wfi: C 47.64 ;H, 8.33 ;N, 9.26 

HfHfi 47.80 7.90 9.57 

Kfi#*Hfi (FAB-MS) m/z : 4 3 3 (M + H) + 

SIJSWI 10 1 1 H-NMR (CD3OD, 400MHz) 6 : 1. 14 (m, 2H), 1. 55 (m, 2H), 1. 84 

N- (^y *J>-4 — T/U^^/V) -N' - [1- (m,6H),2.02-2. 15(m,4H),2. 69(m, 1H) , 2. 90(d, J=6. 8Hz, 2 

(4 - h !) 7;Vtn>f^7x^7tfyU) fcT^y *J H), 2. 98-3. 14 (m, 9H) , 3. 43 (m, 2H) , 3. 87 (m, 2H) , 4. 04 (m, 1 

^-4-^jU^^-/W] -1, 4-^y^7^ ^&W& H),4. 58(m, lH),7.43(d, J=8. 3Hz, 2H),7.60(d, J=8. 3Hz, 2 

[ftl4 6] H) 



0 

7cHi#W (C 26 H 39 F 3 N 4 0 • 3 HC 1 -0. 5 H 2 0 t Lt) 
th^ffi: C, 71.22 ;H, 8.49 ;N, 6.56 ;C1, 18.12 ;F, 9.71 
70.78 6.93 9.35 17.80 9.77 
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K&ftVtm (FAB-MS) m/z 

110 2 

n- (tr^y^>--4 — -n' - [1 - 

[ftl 4 7] 



4 6 9 (M + H) * 

1 H-NMR (CD 3 0D, 400MHz) 8 : 1. 22-1. 58 (m, 4H), 1. 87-2. 18 
(m, 10H) , 2. 76 (m, 1H) , 2. 99-3. 09 (m, 1 1H) , 3. 44 On, 2H) , 3. 9 
3 (s, 2H) , 4. 17 (m, 1H) , 4. 54 (m, 1H) 



10 3 

n- (txy 



ytm^^X ( C 24 H 35 F 5 N 4 0 • 3 H C 1 • O. 5 H z O t IT) 
frfffil: C, 47.34; H, 6.46;N, 9. 20;C1, 17. 47;F, 15.60 
HUMS 47.12 6.16 9.19 17.35 15.61 
!K*##rffi (FAB-MS) m/z : 4 9 1 (M + H) * 

x H-NMR(CD 3 0D, 400MHz) 6 : 1. 25-1. 60(m, 4H) , 1. 90-2. 13 
(m, 10H) , 2. 78 (m, 1H) , 3. 04-3. 47 (m, 13H) , 4. 15 (m, 1H) , 4. 1 
6 (s, 2H) , 4. 55 (m, 1H) , 8. 06 (m, 1H) , 8. 52 (m, 1H) , 8. 80 (m, 2 
H) 



'-4-^/1^^) — N * - [ 1 - 

/v]-i, 4-^y^T^y SKI 
Ufcl 4 8] 

5c^5>W ( C 23 H 39 N 5 0 • 4HC 1 
H-SLffi : C, 47.35 ;H, 8.12 ;N, 
^ffeffi 47. 12 7. 96 

«fi##HI (FAB -MS) m/z : 

1 0 4 

n — [1- (1, 3-4/^ 

Tir^A-) fcV<y v^-4-^/i^^vK] -N' -'O 
[ftl 4 9] 



(Xtx 




ynmftVt (C 26 H 40 N 4 0 2 • 2 H C 1 
W-Wtt ; C, 61.53; H, 7. 15 ;N, 
SUMS 61.26 7.17 

mmttffim (FAB-MS) m/z : 

3ljfe0»J 1 0 5 

N- (4, KP-t7 h [2, l-d]-ry^r 

■^✓-/U-3->T^3&^*^U) ~N* - (1-^^^ 
=}-)V) -1, 4-^>v ! 7;>' 

Hkiso] 




• 2H 2 0 t It) 

12.00 ;C1, 24.30 

11.77 24.16 
4 0 2 (M + H) * 

250-252t 
1 H-NMR(DMSO-d 6 , 400MHz) 6 : 0. 98-1. 25 (m, 2H), 1. 65-1. 9 
0(m, 6H) , 2. 00 (m, 1H) , 2. 64 (t, J=12. 19Hz, 1H) , 2. 65-2. 95 
On, 6H),3. 15(t, J=12. 20Hz, 1H),4. 06(d, J=13. 67Hz, 1H)4. 
12 (s, 2H) , 4. 21 (s, 2H) , 4. 35 (d, J=13. 18Hz, 1H) , 7. 36-7. 45 
On, 4H, Ar) , 7. 57-7. 59 (m, 2H, Ar) , 7. 64 (m, 1H, Ar) , 7. 72 (d, 
J=8. 30Hz, 1H, Ar) , 7. 78 (d, J=8. 30Hz, 1H, Ar) , 8. 97 (br, 2H, 
N%),9. 38 (br, 2H, N^H 2 ) 

t L*C) 
11.04 ;C1 , 13.97 
10. 99 14. 02 

4 3 5 (M + H) + 

MM 198-200*0 

1 H-NMR (DMS0-d 6 , 400MHz) 6 : 1. 09-1. 24 (m, 2H) , 1. 70-1. 95 
On, 6H) , 2. 09 On, 1H) , 2. 75 (t, J=7. 81Hz, 2H) , 2. 80-2. 95 On, 
6H) , 3. 04 (t, J=7. 81Hz, 2H) , 3. 00-3. 23 (in, 2H) , 4. 00 (d, J=l 
3. 68Hz, 1H) , 4. 48 (d, J=12. 70Hz, 1H) , 4. 64 (s, 2H) , 7. 36-7. 
42 (m, 3H) , 7. 57-7. 67 (m, 4H) , 7. 82 (d, J=7. 33Hz, 1H) , 8. 02 
(d, J=8. 30Hz, 2H) , 8. 26 (d, J=8. 79Hz, 1H) , 9. 07 (br , 2H, 
H 2 ),9.37(br ,2H,N*U 2 ) 



TC^ftVf ( C 33 H 38 N 4 0 2 



2HC 1-0. 5H 2 0 t Lt) 
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trffffi ;C, 65.56 ;H, 6.83;N, 9.27 ;C1, 11.72 
H^ffi 65.50 6.74 9.28 12.02 
K4##ffit (FAB-MS) m/z : 5 2 3 (M+H) 

1106 

N-Xy/U-N' - [1- (2, 3-^7i^nt ( 
*~J\») fcV<y i?l/-4 -j/Vt^/V] -1, 4-^^ 

y^r ^ >- 

[ftl5l] 



1 H-NMR(DMSO-d 6 , 400MHz) 6 :0. 15 (m, 0. 5H), 0. 55 (m, 0. 5 
H) , 0. 79 (m, 1H) , 1. 40-1. 85 (m, 7H) , 2. 40-2. 88 (m, 8H) , 3. 28 
(m, 1H) , 3. 54 (m, 2H) , 3. 85-4. 07 (m, 2H) , 4. 27-4. 38 (m, 2H) , 
5. 34-5. 50 (m, 2H), 5. 92 (m, 1H), 7. 12-7. 35 (m, 10H, Ar), 8. 7 
0-9. 26 (br, 4H, N%) 




0 H 

5cSR#*f (C 28 H 39 N 3 0 • 2 H C 1 • 

ff*#! ; C, 65.81 ; H, 8. 18 ; N, 
HfM£ 65.71 8.21 

fC*##Hfi (FAB-MS) m/z : 

110 7 

N- [l- (2, 3-^7^ =->\>"? n t°^-^/v) tvsy 

-N* -yp/«^-l, 4- 

[ft 1 5 2 ] 



7Giff#*T ( C 28 H 37 N 3 0 • 2 H C 1 
MWB ;C, 65.49 ;H, 7.85 ;N, 8. 
HSMB 65.69 7.75 8. 
Wft^tfHE (FAB-MS) m/z : 

110 8 

4- [4- [4- (1, 3 -v^fc Kn^OX^ * — 
/v— 2 -^-v- 1 — i )V) fcVy^y-i-^v] 
flsT^Jt^flA -1- (2, 3-^7x^;^n^ 

~/w) tr^y v?^ 

[ft 1 5 3 ] 




0. 2 5H z O t LT) 
8.22 ; CI, 13.87 

8.21 14.16 
4 3 4 (M + H) + 

213-5t 

1 H-NMR(DMSO-d 6 , 400MHz) 8 :0. 15 (m, 0. 5H), 0. 54 (m, 0. 5 
H), 0. 79 (m, 1H), 1. 40-1. 85 (m, 7H), 2. 40-2. 96 (m, 10H), 3. 2 
5(m, 1H) , 3. 88 (d, J=5. 86Hz, 2H) , 3. 90-4. 08 (m, 1H) , 4. 26- 
4. 38 (in, 2H) , 7. 13-7. 36 (m, 10H, Ar) , 8. 75-8. 90 (br, 2H, iTH 
2 ),9. 47 (br, 2H, rf^) 



• 0. 5H 2 0 k b"C) 
18 ;C1, 13.18 
24 14. 10 

4 3 2 (M-hH) + 

252-4t 

1 H-NMR (DMS0-d 6 , 400MHz) 6 : 0. 15 (m, 0. 5H) , 0. 55 (m, 0. 5 
H) , 0. 82 (m, 1H) , 1 . 40-1. 95 (m, 1 1H) , 2. 40-3. 25 (m, 10H) , 3. 
32 (m, 1H) , 3. 58 (id, 2H) , 3. 90-4. 06 (m, 1H) , 4. 25-4. 40 (m, 3 
H) , 4. 59 (m, 1H) , 7. 00 (m, 3H, Ar) , 7. 10-7. 40 (m, 10H, Ar) , 7. 
68 (m, 1H, Ar) , 8. 85-9. 20 (m, 2H, N + H 2 ) , 10. 98 (s, 1H, NH) , 1 
1. 23 (br, 1H, N^H) 




7tm#Vr ( C 37 H 47 N 5 0 2 • 2 HC 1 • H 2 0 t LT) 

tr»fi ; C, 64.90 ;H, 7. 51 ;N , 10.23 ;C1 , 10.36 

HfMI 64.94 7.54 10.06 10.53 

«ft#Wffi (FAB-MS) m/z : 5 9 4 (M + H) + 

110 9 

4- [4- [4- (1, 3 ^ 2 - 

1 fcV<y 1 — i;V\ y^/UT^y 

- l- (i tf^y^ 





[ft 1 5 4 ] 



254-6t 

i H-NMR(DMS0-d 6 , 400MHz) 5:1. 04-1. 18 (ra, 2H), 1. 67-1. 9 
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3(m, 10H), 1. 99 (ro, 1H), 2. 64 (t, J=ll. 72Hz, 1H), 2. 78-2. 97 
(m, 6H) , 3. 04-3. 20 (m, 3H) , 3. 60 (m, 2H) , 4. 06 (d, J=13. 19H 
z, 1H) , 4. 17 (s, 2H) , 4. 40 (d, J=13. 18Hz, 1H) , 4. 62 (m, 1H) , 
7. 00 (m, 3H, Ar) , 7. 33 (d, J=6. 83Hz, 1H, Ar) , 7. 46 (t, J=8. 30 

%m&m ( C 34 H 43 N 5 0 2 - 2HC 1 
tUMt; C , 63.34 ;H , 7.35 ;N , 
SUMS 63. 49 7. 34 

JC4##fffi (FAB -MS) m/z 

mmm no 

N- [1- (2, Z--Jy ^=^;V^X2\f^r^;V) t^y 
4 ^Vk) -N' — fy^nbW-l, 4 

[ft 1 5 5 ] 



Hz, 1H, Ar) , 7. 49-7. 55 (m, 2H, Ar) , 7. 64 (m, 1H, Ar) , 7. 82 (d, 
J-8. 30Hz, 1H, Ar) , 7. 87-7. 95 (m, 2H, Ar) , 8. 89 (br, 2H, N 
*H 2 ), 10. 95(s, 1H,NH), 11. 10(br, 1H, N+H) 

• H z O t IT) 
10.86 ;C1, 11.00 
10. 50 10. 93 

5 5 4 (M + H) + 

HL&. 2 04-2 0 5t 

1 H-NMR(CD 3 OD, 400MHz) 8 : 0. 27 (m, 0. 5H) , 0. 63 (m, 0. 5H) , 
0. 94 (m, 1H), 1. 32-1. 89 (m, 14H)2. 52-3. 03 (m, 9H), 4. 04-4. 
60 (m, 4H),7. 06-7. 29 (m, 10H) 



0 



H 



tg*#« ( 

trlMS; C, 65.43 ;H, 
Hf&ffi 65. 50 8. 71 

WMftVrm (FAB-MS) m/z 

mtfoM 1 1 1 

N- [1- (2, 3-^7x^/p 
Vls-A-j/l'ff/V] — N* -yDtVlz-l, 4 

[ft 1 5 6 ] 



• 2HC 1 • 0 
8.55 ;N, 8.18 ;C1 



3H 2 0 



t IT) 

13. 80 
8.12 13.60 
: 4 3 6 (M + H) + 

X H-NMR (CD 3 OD, 400MHz) 6 : 0. 27 (m, 0. 5H) , 0. 63 (m, 0. 5H) , 
0. 94-1. 12 On, 4H) , 1. 32-1. 89 (m, 12H) , 2. 52-3. 03 (m, 10 
H) , 4. 04-4. 60 (m, 3H) , 7. 06-7. 29 (m, 10H) 



H 



Tcm^Vr (c 28 h 41 n 3 o 



2 H C 1 

fr3HK ; C, 66. 13 ;H, 8. 52 ;N, 
HIMS 65. 98 8. 63 

WAftVtm (FAB -MS) m/z 

1112 

N-is? nr/n fcW-N' - [1- (2, 3—i?7x.^ 
;v^nt°t^) tr^<y -- f/I^^vl/] -1, 

[ftl 5 7] 



fc br) 

8.26 ;C1, 13.94 
8. 20 13. 86 

4 3 6 (M+H) + 

1 H-NMR (400MHz, CD 3 0D) 5 :0. 21-0. 35(111, 0. 5H), 0. 55-0. 72 
(ra, 0. 5H) , 0. 80-1. 02 (m, 5H) , 1. 40-2. 00 (m, 7H) , 2. 48-3. 2 
3 (m, 10H) , 3. 33-3. 48 (m, 1H) , 4. 00-4. 13 (m, 1H) , 4. 15-4. 35 
(m, 1H) , 4. 42-4. 63 (m, 1H) , 7. 00-7. 37 (m, 10H) 



Ttm^Vr ( C 23 H 35 N 3 0 • 2HC 1 • O. 2H 2 0 t IT) 
ffgLffi; C, 65.92;H, 8. 18;N, 8. 24 CI, 13.90 
3£®Hf 65.72 8.25 8.32 14.02 

»ft##HH (FAB-MS) m/z : 4 3 4 (M + H) + 

mmmi 1 3 *>*jt%> 

N- [1- (2, 3-^7i^oft^) b°^y [ftl 5 8] 
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OJL 



H 



0.88-1.02(m, 1H), 1. 32 (dd, J =13.3 and 7.2 Hz,3H),1.4 
8(br d, J =12. 2 Hz, 0. 5H), 1. 63 (br d, J = 12. 7 Hz, 0. 5 
H) , 1. 70-1. 95 (m, 6H) , 2. 52-2. 63 (m, 1H) , 2. 65-3. 11 (m, 10 
H) , 3. 28-3. 46 (m, 1H) , 4. 03-4. 14 (m, 1H) , 4. 18-4. 31 (m, 1 
H),7. 05-7. 31 (m, 10H) 



2H z O t LT) 



ffli& 271-277 

1 H-NMR (CD 3 0D, 400 MHz) 6 : 0. 28 (m, 0. 5H) , 0. 64 (m, 0. 5H) , 

Ttmfttix ( C 27 H 39 N 3 0 • 2HC 1 • 0 

fHHSI ;C, 65.10 ;H, 8.38 ;N, 8.44 ;C1, 14.23 

nmm. 65.04 8.32 8.30 14.23 

(FAB-MS) m/z : 4 2 2 (M+H) * 

mmm 114 m& 2 4 0 - 2 a 2<c 

N- [1- (2, 3-^7 3i^U^n fcV<ij ^^H-NMR (CD3OD, 400 MHz) 6 :0. 28 (m, 0. 5 H), 0. 64 (m, 0. 5 

*J*s— A— <i — N ' — 4- H), 0. 95 (m, 1 H), 1.02-1.07 (m, 6 H), 1.48(brd,J=l 

-7$ lsi?T * V 2. 3 Hz, 0. 5 H), 1. 63(br d, J = 12. 9 Hz, 0. 5 H), 1. 70- 

Ut 1 5 9 ] 1. 96 (m, 6H), 1. 97-2. 10 (m, 1 H), 2. 51-2. 63 (m, 1H), 2. 68- 

3. 08 (in, 10H) , 3. 30-3. 44 (m 1H) , 4. 03-4. 12 (m, 1H) , 4. 20 
(t, J =7. 3 Hz, 0. 5H), 4. 27 (dd, J = 9. 2 and 5. 8 Hz, 0. 5 

k^X^N v^x^- H) ' 4 * 51 (br d> J = 13 ' 1 HZ ' °" 5H) ' 4 ' 59(br d> J = 13 * 4 

V ^ S ^"[}^ V r' Hz) , 7. 05-7. 31 (m, 10H) 

TC^W ( C 31 H 51 N 3 0 • 2. 1HC1-0. 2H 2 0 i IT) 

f^ffi ;C, 65.74 ;H, 8.66 ;N, 7.93 ;C1, 14.05 

7. 98 13. 78 

: 4 5 0 (M + H) * 

X H-NMR (CD 3 0D, 400MHz) 6 :0. 85-2. 15(m, 16H) , 1. 58(s, 3 

H) , 2. 05 (s, 3H) , 2. 13 (s, 3H) , 2. 14 (s, 3H) , 2. 52-3. 47 (m, 14 

H),4. 44 (m, 2H),5. ll(m, 2H) 




HfHfi 65. 78 8. 76 
WmStVfm (FAB-MS) m/z 

[115 

N- [1- (6-t 5, 7, 8 -"f hy 

— t>V**?->V\ — N' - (t°-<y 2-4 
Utl 6 0] 



HO 




^ H 



TtmSrVr ( c 30 h 50 n 4 o 3 
;H, 



fiWm ; C, 56.11 
HfMB 56. 25 8. 87 

mm^Vfm (FAB-MS) m/z 

116 

N- [1- (6-tKP^-2, 5, 7, 8-fb7 
X2~?ls- 2— f /l^yl^— /U) fc^y v^-4 
--fyi^^vu] -N* - [ (2S) 
-fA^^A-] -1, 

Mb i e i ] 



3HC 1 • H 2 0 t LT) 
8.63 ;N, 8.72 ;C1, 16.56 
8. 45 16. 30 

5 15 (M + H) * 

1 H-NMR (CD 3 0D, 400MHz) 8 :0. 85-2. 15 (m, 12H), 1. 58 (s, 3 
H),2.05(s, 3H),2. 13 (s, 3H), 2. 14 (s, 3H) , 2. 52-3. 47 (m, 1 
4H),4. 44 (m, 2H),5. ll(m, 2H) 



HO 




^ H 



*0 
H 



5c*5>*f ( C 29 H 48 N 4 0 3 • 3 HC 1 • H 2 0 t Lt) 
C, 55.45 ;H, 8.50 ;N, 8.92 
55. 49 8. 59 8. 53 
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Rft^flHtt (FAB-MS) m/z 

mmm 1 1 7 

N- [1- (6-t 5, 7, 8-r b7 

f?-;V? u^ls— 2 —- Y/^/UsK^U) fc^D v^— 4 
— fA^^vu] -N' - [3- (yatVl/T^y) 
tf/u] -1, 4-:/*>'v ? T^ >- 
[ftl6 2] 



5 0 1 (M + H) * 

1 H-NMR(CD 3 0D, 400MHz) 5 : 1. 02 (t, J=7. 3Hz, 3H), 0. 95-2. 1 
4 (m, 18H) , 2. 03 (s, 3H) , 2. 1 1 (s, 3H) , 2. 13 (s, 3H) , 2. 53-3. 1 
4 (m, 16H) , 4. 45 (m, 1H) , 5. 05 (m, 1H) 



HO 




— H 



H 



H 



Ttm&tif ( C 30 H 52 N 4 0 3 

;H, 



56. 73 

56. 72 8. 96 
WMftVtm (FAB -MS) m/z 

mmm 1 1 s 

N- [1- (4-t*7x^Ttf;V) fc°^yv ? V-4 
-> f^Tt^/W] — N ' - [ (2S) 

[ft: l 6 3 ] 



3HC 1 • O 
8.89 ;N, 8.82 ;C1 
8. 63 



5H z O t LT) 



H 



N 

H 



16. 75 
16. 79 
5 17 (M+H) + 

1 H-NMR (CD 3 0D, 400MHz) 6 :0. 89-1. 28 (m, 2H) , 1. 85-2. 20 
(m, 10H) , 2. 33 (m, 1H) , 2. 71 (t, J=13. 18Hz, 1H) , 2. 90 (m, 2 
H) , 3. 00-3. 20 (m, 4H) , 3. 30 (br s, 2H) , 3. 35-3. 60 (m, 3H) , 
3. 82 (AB q, J=14. 65Hz, 1H), 3. 86 (AB q, J=14. 65Hz, 1H), 3. 
95-4. 15 (ra, 2H), 4. 60 (br d, J=13. 18Hz, 1H), 7. 25-7. 30 (m, 
3H) , 7. 35-7. 45 (m, 2H) , 7. 60 (d, J=8. 30Hz, 4H) 



jtmtttix (C s 

tUMI: C, 



3. 5HC 1 • H z O t Lt) 



57.26; H, 7.87; N, 9.21; CI, 20.40 

H®Htt: 57.35 7.81 9.05 20.42 

IfMI (FAB -MS) m/z : 4 6 3 (M+H) 

mi 9 

N- (2, 3, 4, 5, 6-^^^^/W^u-Oi^/V) 
-N' - [1- (^^^rls-S -4 >Vj3>\,i$^M t:° 
-<]) i»-4 --"T/l^^/Kl -1, 4-^^>v ? T^>' 



Iftl64] 



2 6 0-2 6 2X: 
^-NMR^OD^OOMHz) 6 :0. 92 (m, 1H), 1. 10(m, 1H), 1.65- 
1. 90 (m, 6H) , 2. 01 (m, 1H) , 2. 70 (m, 1H) , 2. 88 (d, J=6. 83Hz, 2 
H) , 3. 04 (m, 3H) , 3. 17 (m, 2H) , 4. 30 (m, 1H) , 4. 40 (s, 2H) , 4. 5 
4 (m, 1H) , 5. 57 (s, 1H) , 7. 07-7. 12 (m, 4H) , 7. 20 (m, 2H) , 7. 30 
-7. 35 (m, 2H) 



T v — 7 H 





WMftVfm (FAB-MS) m/z 

mmm 1 2 0 

N- (Ty~*>? 1 — f/UT-fe^/W) — N ' - 
(2, 3, 4, 5, 6 -^^^A^n^Vvvl^) - 

1, 

[ft 1 6 5 ] 



F F 



5 7 4 (M+H) + 

gift 2 6 4-2 6 6t 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 12-1. 31 (m, 2H) , 1. 65-2. 00 
(m, 21H) , 2. 05 (m, 1H) , 2. 14 (AB q, J=13. 19Hz, 1H) , 2. 27 (AB 
q, J=13. 19Hz, 1H) , 2. 64 (td, J=12. 70 and 2. 44Hz, 1H) , 2. 
95 (d, J=6. 84Hz, 2H), 3. 05-3. 20 (m, 5H), 4. 13 (d, J=14. 16H 
z, 1H) ,4.41 (s, 2H) , 4. 63 (d, J=13. 67Hz, 1H) 
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jzmftVf ( C 29 H 40 N 3 OF 5 • 2. 2HC1 t Lt) 

fUMS: C, 56.01 ;H, 6.84 ;N, 6.76 ;C1, 12.54 

55.79 7.02 6.47 12.68 

WMftVtm (FAB-MS) m/z : 5 4 2 (M + H) * 
MMM 12 1 1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 11-1. 29 (m, 2H), 1. 60-2. 00 

N- [1- (T^^V'-l-^A'Tlr^'AO fcViy (m,21H),2.04(m,lH),2. 14 (AB q, J=13. 18Hz, 1H),2.27(AB 

Y/^^yU] — N* - (l-^^/^^ q,J=13.68Hz, 1H),2. 63(m, 1H),2. 94 (d, J=6. 83Hz, 2H) , 3. 

;V) - 1 , 4 Vv^T 5: 1/ W&M. 05-3. 30(m, 5H), 4. 12 (d, J=14. 16Hz, 1H), 4. 63 (d, J=13. 67H 

1 6 6] z, 1H) , 4. 74 (s, 2H) , 7. 55-7. 77 (m, 4H) , 8. 00 (t, J=8. 79Hz, 2 

H),8.20(d, J=8. 31Hz, 1H) 

yvMfttix ( C 33 H 47 N 3 0 • 2 H C 1 • 0 . 5H z O t tt) 

W-JMfi: C, 67.91 ;H, 8.63 ;N, 7.20 ;C1, 12.15 

HiMB: 67.80 8.65 7.09 12.34 

Rfi##Hfi (FAB -MS) m/z : 5 0 2 (M + H) * 
USS^Jl 2 2 1 H-NMR(DMSO~d 6 ) 6 :0. 37(1H, m), 0. 86(1H, in) , 1. 20(1H, 

N- (1-^7^/V) 7^!Jn^;V] m), 1. 35(1H, m) , 1. 61-2. 19(9H, m) , 2. 56-3. 30 (10H, m) , 3. 7 

-N' - [ (2S) — T/V^^/U] - 3(1H, m), 3. 92(2H, m), 4. 31 (1H, m), 4. 51 (1H, m), 6. 38 (d, J= 

1, mmm. 15. 1Hz, lH),7.32-7.51(3H,m),7. 90-8. 10(4H,m),8. 30(d, 

lit 1 6 7 ] J=15. 1Hz, 1H) , 9. 01 (2H, m) , 9. 66 (4H, m) 




h r\ 

H 



TtPif #W ( C 28 H 40 N 4 0 • 3 . 1HC1 • H z O <t IT) 
fr^tt : C, 58.01; H, 7.84; N, 9.66; CI, 18.96 
HRfS 57.96 8.47 9.54 19.33 

«*#*HS (FAB-MS) m/z : 4 4 9 (M + H) + 
12 3 MA 221-225t 

N— [1- [h^^^-3- [3, 5-tf* (t-zf^ X H-NMR (DMS0-d 6 ) 6 : 1. 11 (2H, m) , 1. 40(18H, s) , 1. 63-2. 2 

;V) -4-kKo^>7x^] T^yu^/V-] fc°-<y 1 (HH, m) , 2. 58-3. 15 (10H, m) , 3. 22(2H, m) , 3. 93 (1H, m) , 4. 

(t^t^M — N* - [ (2S) — tfnJJS* 29(lH,m),4. 45(1H, m) , 6. 98 (d, J=15. 6Hz, 1H),7. 32(1H, 

^- 2 — T /W^^/U] -1, s),7.36(2H, s),7.42(d, J=15. 6Hz, 1H),9. 05 (2H, m) , 9. 52- 

m. 9.85(4H,m) 



[ftl6 8] 



7C*#*f ( C 32 H 54 N 4 0 2 • 3HC 1 • 2H 2 0 t IT) 

tW<£ : C, 57.18; H, 9.15; N, 8.33; CI, 15.82 

HSMfi 56.85 9.59 7.89 16.21 
«&:##fffi (FAB-MS) m/z : 5 2 7 (M + H) + 

112 4 lit I 6 9] 
N— [1- (5-^y^^n^> K-/^- 3-> f;l/7tf- 
AO t°^y> ? ^-4 — fA^A] — N ' -^ntVU- 
1, 4-:/*V^T^V 
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H 



H 



1 H-NMR (CD3OD, 400MHz) 8 : 1. 10 (t, J=7. 3Hz, 3H) , 0. 85-1. 6 
8(m, 2H), 1. 67-1. 98 (m, 9H), 2. 63 (m, 1H), 2. 80 (d, J=7. 3Hz, 
2H) , 2. 93-3. 09 (m, 7H) , 3. 79 (d, J=15. 1Hz, 1H) , 3. 89 (d, J=l 
5. 1Hz, 1H), 4. 13 (m, 1H), 4. 59 (m, 1H), 6. 89 (m, 1H), 7. 19 (s, 
RMfc. 2 5 1 - 2 5 3 X: 1H) , 7. 23-7. 31 (m, 2H) 

7Gffc#*f ( C 23 H 35 FN 4 0 • 2HC 1 • 0. 2 H z O t LT) 
MM ;C, 57.66 ;H, 7.87 ;N, 11.69 ;C1, 14.80 ;F, 3.97 

11.60 15.00 3.88 

: 4 0 3 (M + H) * 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 01 (t, J=7. 3Hz, 3H), 1. 13-1. 2 
7(m, 2H), 1. 70-2. 09 (m, 9H), 2. 45-2. 66 (m, 5H) 2. 88-3. 11 
(m, 1 1H) , 3. 46 (m, 2H) , 3. 81 (s, 3H) , 3. 97 (m, 1H) , 4. 50 (m, 1 
H) , 6. 73 (d, J=8. 8Hz, 1H) , 7. 04 (s, 2H) , 7. 20 (m, 1H) 



57. 67 7. 89 
W&fttifffi. (FAB-MS) m/z 



mmmi 

N- [1 
is— 4 - 
Utl 7 



2 5 



- [3- [2- (5-^ h^WyK-y>- 3 

0] 



mmmi 

N- [1 
Mfcl 7 



N 
H 

7C^5>«f ( C 28 H 45 N 5 0 3 - 2HC 1 
tf*tt ; C, 55.75 ; H, 8.42 ; N, 
Hffcffi 55. 83 8. 59 

mmftvim (fab-ms> m/z : 

2 6 

- (6-t 5, 7, 8-7h7 

u^Zs— 2 — T/^^tK^/W) t 0 ^y^y-4 
^yw] -N' -:/n hVu- 1 , 4-zf?l/i?T 



• 1 . 7H z O t Lt) 

11.61 

11. 33 

5 0 0 (M + H) - 

1 H-NMR (CD3OD, 400MHz) 6 : 1. 02 (t, J=7. 3Hz, 3H) , 0. 95-2. 1 
4 (m, 16H) , 2. 04 (s, 3H) , 2. 12 (s, 3H) , 2. 14 (s, 3H) , 2. 53-3. 0 
3 (m, 12H) , 4. 45 (m, 1H) , 5. 05 (m, 1H) 



1] 



HO 




^ H 



H 



Ttm^Vf ( C 27 H 45 N 3 0 3 • 2HC 1 • 0. 3H 2 0 tit) 
ff^H ;C, 60.28 ;H, 8.92 ;N, 7.81 ;C1 ,13.18 
H®HE 60.42 8.89 7.68 13.47 
K*#*Hfi (FAB -MS) m/z : 4 6 0 (M + H) + 

112 7 

N- [1- [6- (1 —yy^JVT^^^T — 

fv-fyO'] t o ^yv j >-4 — r^^^/v-] — n * - (t* 

[ftl7 2] 




N- (l-t7f;U7t =^»>r$K (2 

g, 7. 06mmol) £ 6 — T 5: / Vg? ( 0 . 



9 3g, 7. 0 6ml) ^DMFCgSlSIT, 24 

»U ««fc**S:l. 5g (7 1%) »fc. 
9 6-9 8t: 

1 H-NMR (CDC1 3 , 400MHz) 6 : 1. 09 (m, 2H), 1. 31 (m, 2H), 1. 49 
(m, 2H), 2. 21 (m, 2H), 3. 13 (m, 2H)4. 03 (s, 2H) , 5. 29 (br, 1H, 
NH) , 7. 41-7. 54 (m, 4H) , 7. 83-7. 94 (m, 3H) 
i i ) N, N * -e* (t -yb^rfX/l'tf—M -N 
- [1- ( t -y h^-v-^yU/K^/U) 
4 frt^fr] -N' - [6- (l-t7f;l/7tf/l/7 

%j) ^^i^y^/w] -1, 4-y^y^7^y 

[ftl7 3] 
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POC y s 



Boc 



i) ( 0 . 2 6 g , 0 . 8 8 mm o 1 ) t 

##0»j6CDi v) <Di\&m. i~4t>*) N, N-fc** 
( t h^i/#/U>#~A0 -N- [1- (t-:/h* 

(0. 50g, 0. 8 6mmo 1) £ E D C (0. 
2 0 g, 1 . 0 4mmo 1 ) £rCH 2 C 1 2 (2 0ml) 

^hy*A-c(e*u «je»8Sl*:o »aE«r^y*y/u 

^/7A^DTh^77>f- (CHCl 3 /MeOH=9 
9/1) T*ffiKU *»fc<&4&«:0. 3 5g (4 7%) 

1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 10-1. 76 (m, 20H), 1. 44 (s, 27 
H), 2. 17 (m, 2H), 2. 49-3. 14 (m, 14H), 3. 76 (m, 1H), 4. 01 (s, 
2H) , 4. 08 (m, 2H) , 4. 56 (m, 1H) , 7. 41-7. 52 (m, 4H) , 7. 8 1-7. 
97 (m, 3H) 

i i i) N- [1- [6- (l-t7f;uTtf;vr^ 

7cSt##f ( C 34 H 53 N 5 0 2 • 3 HC 1 
H«( ; C, 58.32; H, 8.49 ; N, 
mWtW 58. 47 8. 34 

WMftVrm (FAB-MS) m/z : 

mmm 12s 

N — [1- [6- ^ f/W 

^A-] -N' - (b°-<y v^^-4-^^^^/^) - 

1, 4--7*zs*?t%> 

Tcmfttir ( C 32 H 51 N 6 0 2 F • 3HC 
W-JHB ; C, 53.66 ; H, 8.16 ; N, 

nmm 53. 47 7. 93 

K*#*HS (FAB-MS) m/z : 



n' - (fc^<y ^-4 — (as*9-m -1, 4-:/^ 
[ft 1 7 4 ] 




i i ) -Cmtcfc-Sm (0. 35g, 0. 4 1 mm o 1 ) 

&EtoH (5mi) \mMi>mm.T, mmm Om 

1) &JP;L6B#rH«#Lfc. KJiS*S:Jgffi*»Lfco W 
abfcH*4r«»U 0. 2 2 g (7 9 

%) 

1 H-NMR(CD 3 0D, 400MHz) 6:1. 10-2. 31 (m, 20H) , 2. 60 (m, 2 
H) , 2. 89-3. 21 (m, 14H) t 3. 43 (m, 2H) , 3. 89 (m, 1H) , 3. 99 (s, 2 
H) , 4. 53 (m, 1H) , 7. 43-7. 55 (m, 4H) , 7. 82 (m, 1H) , 7. 89 (m, 1 
H),8. 04 (m, 1H) 
• 1 . 5H 2 0 t tt) 
10.00 ; CI, 15.19 
9. 90 15. 16 

5 6 4 (M + H) + 

a J4!mR(CD 3 0D, Wilflz P* 1 : ftfo. §08n30H) ?2.h$-$?45 
(m, 16H) , 3. 61 (s, 2H) , 3. 80 (m, 1H) , 4. 55 (m, 1H) , 6. 77 (m, 1 
H),7. 32 (m, 2H),7.44(m, 1H) 



1 



2H 2 0 t tt) 



F, 2.65 
2. 69 



mmm 129 

N — [1- [6- (1 -t7^U7tf;l/75 7) ^^r 
y-JJ/V] }£<<\}*Jls- 4-4 — N ' - (t° 

^y 2 — f/uy^vio -i, 



11.73 ; CI, 14.85 
11.69 15.31 
5 7 1 (M + H) * 

A H-NMR (CD 3 0D, 400MHz) 6:1. 15-2. 32 (m, 20H) , 2. 60 (m, 1 
H) , 2. 87-3. 63 (m, 17H) , 3. 89 (m, 1H) , 3. 99 (s, 2H) , 4. 53 (m, 1 
H) , 7. 44-7. 55 (m, 4H) , 7. 82 (m, 1H) , 7. 89 (d, J=8. 8Hz, 1H) , 
8. 04 (d,J=8. 3Hz, 1H) 



Uti 7 5] 




7GiSi##f ( C 34 H 53 N 5 0 2 • 3 HC 1 • H 2 0 t It) 
tMSffi ; C, 59.08; H, 8.46 ; N, 10.13 ; CI, 15.39 
USHfi 58.97 8.67 9.96 15.50 
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SmftVrm (FAB-MS) m/z 

mmm 130 

N— [1- [6- (l-t7f;urtfyvr^/) 
[ (2s) — fA'tfvl''] -1, 4- 
Ut 1 7 6 ] 



5 6 4 (M + H) * 

1 H-NMR (CD 3 OD, 400MHz) 6 : 1. 15-1. 53 (m, 8H), 1. 76-2. 31 
(m, 10H) , 2. 59 (m, 1H) , 2. 87-3. 61 (m, 20H) , 388 (m, 1H) , 3. 98 
(s, 2H) , 4. 52 (m, 1H) , 7. 43-7. 53 (m, 4H) , 7. 80 (m, 1H) , 7. 88 
(m, 1H),8. 04 (m, 1H) 




^ H 




yzmftVr (C 33 H 51 N 5 0 2 - 3HC1 
ffSLffi ; C, 58.53; H, 8.34 ; N, 
HRffi 58. 68 8. 78 

fCS^flHt (FAB-MS) m/z : 

[13 1 

N- [1- [6- [ (l-t7f;urtf;V7;;) T 



• H z O t It) 
10.34 ; CI, 15.71 
10. 07 15. 70 

5 5 0 (M + H) * 

[ft 1 7 7 ] 



- 1, 




^ H 



fik/£. 2 3 0-2 3 2t 

1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 48-1. 29 (m, 4H), 1. 42-1. 56 
(m, 6H) , 1. 82 (m, 6H) , 2. 05-2. 15 (m, 4H) , 2. 32 (m, 2H) , 2. 62 
(m, 1H) , 2. 91 (d, J=6. 8Hz, 2H) , 2. 98-3. 16 (m, 1 1H) , 3. 45 (m, 

ytmftVr ( C 36 H 56 N 6 0 3 - 3HC1 • 1. 5H 2 0 t L^X) 
f+Sffi ;C, 57.10 ;H, 8.25 ;N, 11.10 ;C1 , 14.04 

mmm 57.19 8.23 10.90 14.31 

WAftVfm (FAB-MS) m/z : 62 1 (M + H) + 

HJS0U13 2 as\ -n" - (t°^<ys 

n- [i - [5- [ (i-t7f^rt^r^y) r -^^r^v 
■fe^/UTS /] fc^y^-4 — <;u*<?- HL17 8] 



2H) , 3. 80 (s, 2H) , 3. 96 (m, 1H) , 4. 08 (s, 2H) , 4. 53 (m, 1H) 7. 4 
2-7. 55 (m, 4H), 7. 81 (d, J=7. 3Hz, 1H), 7. 88 (d, J=7. 8Hz, 1 
H),8. 04 (d, J=8. 3Hz, 1H) 



'-4 — fA'^/l') - 1, 4 




1 H-NMR(CD 3 0D, 400MHz) 5 : 1. 13 (m, 2H), 1. 44-1. 55(m, 6H), 
1. 78-2. 39 (m, 12H) , 2. 59 (m, 1H) , 2. 82 (d, J=6. 8Hz, 2H) , 2. 9 
4-3. 20 (m, 1 1H) , 3. 43 (m, 2H) ,3.81 (s, 2H) , 3. 92 (m, 1H) , 4. 0 

ytmftVt (C 30 H 45 N 5 O 2 • 3 H C 1 
fWffi ;C, 56.56 ; H, 8. 14 ; N, 
56. 79 8. 15 

WmftVim (FAB-MS) m/z : 

mmm 133 

N— [1- [2- (1 —ry^/VT-K^jUT * y) ?-T 
yu] — N ' - (}*<<!) 4 — i>v**f-As) -1, 4 



8(s, 2H) , 4. 53 (m, 1H) , 7. 42-7. 54 (m, 4H) , 7. 81 (m, 1H) , 7. 87 
(m, 1H),8. 03 (d, J=8. 3Hz, 1H) 



• 1 . 5H 2 0 t It) 
11.31 ; CI, 14.31 
11.14 13.83 
6 0 7 (M + H) * 

[fbl79] 
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5 Nr^NrVN^- S ^C NH 



H S 

WAftVfm (FAB-MS) m/z 

mmm 134 

N- [1- [2- (l-t7f;V7tf^7 5 7) 

/p] — n* - (t^y — fAst^M -1, 4 
[ft 1 8 0 ] 



1 H-NMR (CD3OD, 400MHz) 6:1. 0-3. 5 (m, 30H) , 3. 9 (m, 2H) , 
4. 41 (s, 2H) , 7. 09 (s, 1H) , 7. 4-7. 6 (m, 4H) , 7. 87 (d, J=7. 8H 
z, 1H) , 7. 92 (d, J=7. 3Hz, 1H) , 8. 02 (d, J=8. 3Hz, 1H) 

5 9 1 (M + H) * 

1 H-NMR (CD 3 0D, 400MHz) 6 : 1. 5-4. 0(m, 32H), 4. 34 (s, 2H), 
6. 96 (s, 1H) , 7. 4-7. 6 (m, 4H) , 7. 85 (d, J=7. 3Hz, 1H) , 7. 90 
(d, J=8. 8Hz, 1H) , 8. 04 (d, J=7. 8Hz, 1H) 




5cm&Vr ( c 33 h 46 n 6 o 2 s • 3. 

tt^ifi: C, 51.78; H, 7.08; N, 
HfMB 52. 12 6. 91 
Hfi^tFHl (FAB -MS) m/z 

mmm 135 

N- [1- [2- (1 -^^VTir^vVT ^ /) 

V-/W-4 — f/vr-fe^/v] b°-^y ^>--4-^r^ ^ 

/U] -N' - [ (2S) -trn y ^V-2--f^^ 
/U] -1, 4 -zff^ifT^ V 
[ft 1 8 1 ] 



8 HC 1 -2 H 2 0 £ It) 

10.98; CI, 17.60 

10. 68 17. 82 

: 5 9 1 (M + H) + 

^-NMR (CD3OD, 400MHz) 5:1. 5-4. 0 (m, 30H) , 4. 40 (s, 2H) , 
7. 07 (s, 1H) , 7. 4-7. 6 (m, 4H) , 7. 86 (d, J=7. 8Hz, 1H) , 7. 91 
(d, J=8. 8Hz, 1H) , 8. 02 (d, J=8. 3Hz, 1H) 



0 
r^N 



H 



CO 



H S 



^ H 



,0 
N 
H 



jtm^m < c 32 h 44 n 6 o 2 s 



C, 51.89; H ; 
Hflffi 51. 69 6. 96 
WmftVtm. (FAB-MS) m/z 

mmm 1 3 6 

n- [1- [->^-4- (i-t7f^rtf^r^ 

^^w] — n' - — ryv^^/w) - 
i, 

[ft 1 8 2 ] 



4HC1 • H 2 0 t LT) 
6.80; N, 11.35; CI, 19.15. 

10. 92 19. 12. 

5 7 7 (M + H) + 

^-NMR (CD 3 0D, 400MHz) 6 : 1. 5-2. 1 (m, 23H) , 2. 6-4. 1 (m, 16 
H) , 4. 04 (s, 2H) , 4. 6 (m, 1H) , 7. 3-7. 6 (m, 4H) , 7. 79 (d, J=9. 3 
Hz, 1H) , 7. 87 (d, J=8. 8Hz, 1H) , 8. 08 (d, J=8. 3Hz, 1H) 




n 0 H /~\ 



KA&VHt. (FAB -MS) m/z 

Ml 3 7 

N- [1- 0*-4- (l-t7f^7tf;U7 5 
/) is? u^^-y-ytuvtf—j^ i?^— 4 — f/v- 

pt^] — N ' - [ (2S) - fn •) i»- 2 
-1, 4-^^75> 
[ft 1 8 3 ] 



5 7 6 (M + H) 




0 o 



-9 

H 



1 H-NMR(C& 3 W^00MHz) 6:1. 5-2. 1 (m, 21H) , 2. 6-4. 1 (m, 16 
H) , 4. 04 (s, 2H) , 4. 6 (m, 1H) , 7. 3-7. 6 (m, 4H) , 7. 8 (m, 1H) , 7. 
87 (d, J=7. 8Hz, 1H) , 8. 08 (d, J=8. 3Hz, 1H) 
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7C*#«f ( C 34 H 51 N 5 0 2 - 3HC1 -2. 5 H 2 0 t LT) 
fUMt: C, 57.02; H, 8.30; N, 9.78; CI, 14.85 

mmm 57.01 8.06 9.53 14.75 

H*##Ht (FAB-MS) m/z : 5 6 2 (M+H) + 

1 3 8 

N-i/^n:/n fcVu-N' - [1- [N- (1-^:7^ 
;i/7tf;i/) -L — T*a?9 ! ¥~A'] b 0 ^y> ? V-4- 
>f /u^ -1, 4 - y * ls*JT ^ s m&i&<D<£>& 

i) N- [1- [N- Hy^^^i/^/i/^^) - 

N, N* - 1*^ ( t h^V^/l^—yW) -N' -V 

[ftl84] 



1) OEt OH (10ml) 0%P d-C 

(0. 2g) SrJP*.*«ftt«T-«*i*Ufc. ftMKSrffl 

i i i) N, N' - t^ (t-^h^So&A'^—A') - 
N-^o/ntVP-N' - [1- [N- (1 -^-^^ 

-r^y^yv] -i, 

Hbl86] 



r^NH 2 



2 0 



OJt 



Boc 



l- (^o-^^^-^/u^^/v) (o. 

24 2 g, 0. 9 lmmo 1) <£>CH 2 C 1 2 (1 Om 

i) mmKmnmecDit^m^r^^ n, nt -e* 

N' - (tf-<y i^V-4— f/U^^jU) -1, 4-:/^ 
y^7^ (0. 3 2 2 g, 0. 7 5 8mmol), 
HOB t (0. 102g, 0. 75 8mmo 1 ) 
x., MTlO^Mam *ft»#TEDC (0. 1 
74g, 0. 9 lmmo 1) ^JOtllT-^L 
fco ttEHBffe* jSillCAcOEtSrMtftfflU 

U SMW-hy «ffi«a&U V9*^* 

n-e hi/^v 7 ^— (MeOH/CH 2 Cl 2 =l/ 
2 0 ) -TffitM U *®ffr&»Sr 0 . 2 5 8 g (51%) 

A H-NMR (400MHz, CDC1 3 ) 6 : 0. 51-0. 61 (m, 2H) , 0. 67-0. 78 
(ra, 2H) , 1. 00-1. 98 (m, 9H) , 1. 44 (s, 9H) , 1. 45 (s, 9H) , 2. 4 
0-2. 72 (m, 4H) , 2. 95-3. 36 (m, 7H) , 4. 01-4. 15 (m, 1H) , 4. 42- 
4. 58 (m, 1H) , 5. 00-5. 15 (m, 3H) , 6. 40-6. 54 (m, 1H) , 7. 27-7. 
37 (m, 5H, Ph) 

i i) N- [1- (L-T;*^3r~A<) fc°*<y 

-N, N ' - tf* (t-^h^^/V 
/K^/V) — N ' -^nT'n fcVW- 1 , 4 — l/Z/T 
% Is 

[ft 1 8 5 ] 



o 

H 0 N ii - N 



Boc 




0 



N^TrN 



1 — *-:7*yl#l 



C0CH 2 C 1 2 (10ml) 



(0. 0 8 5 g, 0. 4 6mmo 1 ) 
$\£HOB t (0. 0 5 2 
g , 0 . 3 8 mm o 1 ) , i i ) -0»fcffr&«> 0 . 2 0 

(0. 088g, 0. 46mmol) Srfll?LfflftT— K 

t£*fe#U Na 2 S0 4 ftai»WE||U, ««E«r^ 
y ^y;^7^^n-7 h^^^>r— (MeOH/CH 2 
C 1 2 = 1/2 O) -CW3HU mmik&Vo&O. 168 
g (6 2%) #t 0 

1 H-NMR (400MHz, CDC1 3 ) 6 :0. 50-0. 66 (m, 2H), 0. 66-0. 78 
(m, 2H) , 0. 82-1. 95 (m, 9H) , 1. 44 (s, 9H) , 1. 45 (s, 9H) , 2. 27- 
2. 60 (ra, 2H) , 2. 80-3. 30 (m, 9H) , 3. 84-4. 1 1 (m, 3H) , 4. 33-4. 
48 (m, 1H) , 5. 12-5. 25 (ra, 1H) , 6. 16-6. 35 (m, 1H) , 7. 30-7. 58 
(m, 4H),7. 78-8. 05 (m, 3H) 

i v) N-^P^n^-N' - [1- [N— ( 1 - 

-4— <>V**?>V\ -l, 4-72ls*JT^l/mm> 
Utl 8 7] 




r^NH 2 



N ir~N 



H 



Om. 



i) -C#/cft^«3 (0. 2 5 8 g, 0. 3 8 3mm o 



iii) (0. 168g, 0. 2 3 8mm o 

1 ) (OE t OH (5ml) StffttCfi£tt (2ml) SrJD 
x.-^ffi#bfc 0 ME$»gL TVi^fti^ 
U »*S:fiSU «®ffr&«jS:0. 0 9 9 g (6 9 

%) tt^Co 

1 H-NMR (400MHz, CD 3 0D) 6 :0. 99-1. 12(m, 4H), 1. 25-2. 18 
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(in, 9H), 2. 60-3. 50 On, 11H)4. 10-4. 38 On, 3H),4. 56-4. 69 On, 3H) 

(m, 1H) , 5. 33-5. 47 (m, 1H) , 7. 43-7. 73 (in, 4H) , 7. 90-8. 25 

7G5fi##f (C 29 H 41 N 5 0 3 - 2. 1HC1 • 1. 
Ifgtt; C, 57.66; H ,7.56; N, 11.59; CI, 
HRfil 57.78 7.79 11.30 



1H 2 0 
12. 33 
12. 49 



t Lt) 



W&ftVrm (FAB-MS) m/z 

1139 

N- [1- [N— (l-t7f/vrtf;u) — L-T* 
[ftl88] 

C0NH 2 

c6" 0 

7C^f##f (C 32 H 48 N 6 0 3 - 3HC1 
tW«E ; C, 54.54 ; H, 7.78 ; N, 
54. 98 8. 14 

W&ftVrm (FAB-MS) m/z : 

mmm 1 4 0 

N- [1- [ (1 —lrV<?fr7 J £*f-fl>T% /) Tir^ 
/U] fcV<ye^-4 — f/v*<?;v] -N' - (tr^y^ 
>--4— T/W^^^) -1, 4-^^>'v ? r^> 
[fkl 8 9] 



5 0 8 (M + H) + 

1 1 3 8 £ I^ESid LtM bfco 




I 



Ho 



«t*$MFHtt (FAB-MS) m/z 

14 1 

1- ( 1 —ry^;vr^^^) -4- [4- (t°^y>^ 

i) 4- [N— (t-^h^^/Vtou) — N — [4 

- (tr^ysv) r/^vu] r^y^^/H -1- ( 1 - 

[ftl9 0] 



Boc 



\2<D\ i) (Dit&ty) (0. 8 0g, 1, 7 6mm 
o 1 ) «rtf y ^ (10ml) fcjgJUU *»T, 
yWt^MnU F (0. 2 0ml, 2. 64m 
mol) £JPx., l«?IW*#Lfc. Sfe^affl-eiWFW 
EJSfflte*JcfcttAcOE fCtttUU 21^ 



[a] 



' = -2 8. 4 3 C 



(C= 1 . 0, Me OH) 



1 H-NMR (CD 3 0D, 400MHz) 5 :0. 80-2. 30 (in, 14H), 2. 50-3. 05 
On, 14H) , 3. 38 (br d, J=12. 7Hz, 2H) , 3. 99 (m, 2H) , 4. 01 (m, 1 
H) , 4. 48 (m, 1H) , 5. 25 (m, 1H) , 7. 41-7. 53 (m, 4H) , 7. 79-8. 05 
(m, 3H) 



1 . 7H 2 0 t Lt) 

11.92 ; CI, 15.09 

11.29 14.96 
5 6 5 (M + H) + 

1 H-NMR (CD3OD, 400MHz) 6 : 1. 09-1. 21 (m, 2H) , 1. 50-1. 56 
On, 2H) , 1. 74-2. 14 On, 10H) , 2. 70-3. 16 (m, 12H) , 3. 42 On, 2 
H) , 3. 88 (m, 1H) , 4. 04 (m, 2H) , 4. 14 (s, 2H) , 4. 62 On, 1H) , 7. 
49-7. 55 (m, 4H) , 7. 81 (d, J=8. 3Hz, 1H) , 7, 87 (m, 1H) , 8. 05 
(d, J=7. 8Hz, 1H) 



5 0 8 (M + H) + 

1. OOgSrit, ^M7th^h!J;v (20ml) 
l£»A¥U (0. 5 2ml, 5. 28mmo 

1) ^5 0%7^y^A-t7^f (T/WKy 
ttSB) (2. Og) SrJDx.. 5 0tt-«ft»Lfc. >F 

^ Kt> n-v VPy? 4 — (CHCl 3 /MeOH=96 

/4) tmikmu mmit&vo&o. 70 g (94%) w 

^-NMJUCDCl^OOMHz) 6 :1.42(br s, 9H) , 0. 85-1. 85 (m, 1 
5H) , 2. 29-2. 37 (m, 6H) , 2. 64 (m, 1H) , 2. 91-3. 12 (in, 5H) , 3. 8 
4 On, 1H),4. 16(s,2H),4. 70 (m, lH),7.31-7. 56 (m, 4H),7. 76 
(d, J=8. 3Hz, 1H) , 7. 86 (d, J=7. 8Hz, 1H), 7. 98 On, 1H) 
i i) 1- (l-t7f;U7tf;!/) -4- [4- (b° 

^ y y^/wr s / * ?yu] tv< y^y 
Hbi9i] 
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oo " 

i) -Q%1tVC&m (0. 6 0 g, 1. 1 5mmo 1 ) £: 
E t OH (10ml) \cmML>. (5ml) £r#0 

5clif##r ( C 27 H 39 N 3 0 -2.3 
fr^tt ; C, 62. 16 ; H, 8. 33 ; 
SUMS 62. 49 8. 91 

MfciMIHB (FAB -MS) m/z 

4- [4- (4-^y^t^Uv J y-i-^;u) 
ywr^/^^vKl -1- (l-t7f^rtf;v) t°-< 

y itsfcifi 

[fc 1 9 2 ] 



ffiU *jHfc«*tfrO. 30 g (6 2%) 
1 H-NMR (CD 3 0D, 400MHz) 8 : 1. 29 (m, 2H), 1. 53 (m, 1H), 1. 79- 
1. 95 (m, 12H) , 2. 74 (m, 1H) , 2. 89-3. 17 (m, 9H) , 3. 52 (m, 2H) , 
4. 05 (m, 1H) , 4. 23 (m, 2H) , 4. 63 (m, 1H) , 7. 32-7. 54 (m, 4H) , 
7. 79 (d, J=8. 3Hz, 1H) , 7. 88 ( J=7. 8Hz, 1H) , 7. 98 (d, J=8. 8H 
z, 1H) 

HC 1 • 0. 9H z O t LT) 
N, 8.05 ; CI, 15.63 
8. 07 15. 66 

: 4 2 2 (M+H) + 

1 H-NMR (CD3OD, 400MHz) 6 : 1. 09-1. 20 (m, 2H) , 1. 53-2. 01 
(m, 12H),2. 60-3. 17(m, 12H), 3. 48 (m, 2H),4. 05 (m, 1H),4.2 
2 (m, 2H) , 4. 63 (m, 1H) , 7. 16-7. 54 (m, 10H) , 7. 78 (d, J=8. 3H 
z, 1H), 7. 87(J=7. 3Hz, 1H), 7. 98 (d, J=7. 8Hz, 1H) 



u _ 

CO 



3H 2 0 t tr) 



itmftm ( C 34 H 45 N 3 0 • 2HC 1 • 2. 

frSfll; C, 65.22; H, 8.31 ; N, 6.71 ; CI, 11.32 

HRffi 64.93 8.50 ^5.93 11.73 

WMfttitm (FAB-MS) m/z : 5 12 (M + H) 

114 3 

1- (1— f7^7t^) -4- [4- (1, 2, 

3, 4 -r h 7 1 kd^ y^y y y- 2 ^^vi^ 

[ftl9 3] 



X H-NMR (CD 3 0D, 400MHz) 6 :1. 12-1. 20 (m, 2H), 1. 74-1. 95 
(m, 7H) , 2. 73 (m, 1H) , 2. 89 (d, J=7. 3Hz, 2H) , 2. 99-3. 62 (m, 9 
H) , 4. 04 (m, 1H) , 4. 22 (m, 2H) , 4. 44 (br, 2H) , 4. 63 (m, 1H) , 7. 
19-7. 54 (m, 8H) , 7. 79 (d, J=7. 8Hz, 1H) , 7. 87 (J=7. 3Hz, 1H) , 
7. 98 (d, J=8. 3Hz, 1H) 



TtMfttit (C 31 H 39 N 3 0 • 2 H C 1 • 
H-Wffi ; C, 65.78; H, 7.76 ; N, 
USHil 66. 15 8. 40 

mmftffim (FAB-MS) m/z : 

14 4 

4- [4- (4-^^vUfcf^y 1 T/^Vl" 

r^^f^] -1- (i-t7f^rirf;^) tv^y 

lit 1 9 4 ] 



1 . 3H 2 0 4: LT) 

7.42 ; CI, 12.53 

7. 21 12. 44 

4 7 0 (M + H) + 

A H-NMR (CD 3 0D, 500MHz) 6 : 1. 03 (s, 3H), 1. 0-2. 4 (m, 17H), 
2. 7-4. 8 (m, 16H) , 7. 3-7. 6 (m, 4H, Ar) , 7. 82 (br, 1H, Ar) , 7. 8 
9 (br, 1H, Ar) , 8. 02 (br, 1H, Ar) 




7tm#%X (C 28 H 41 N 3 0 • 2HC 1 • 0. 6H 2 0 It) 
tHWi: C, 64.75;H, 8. 58;N, 8.09;C1, 13.65 
64.61 8.58 8.21 13.92 
Rffl^AHH (FAB-MS) m/z : 4 3 6 (M + H) + 
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4- [4 
[ftl 9 



4 5 



5] 




TG^W (C 



28 H 4lN*0 ; 



4- [4 

[ftl 9 



3^2 - 2. 0 

ff^Lflt: C, 59.70;H, 8.44;N, 7 
Hfftffi 60.18 8.44 6 
«*$»fffi (FAB-MS) m/z 

4 6 

/^A-] -1- (1 -^^^/uT-fe^yu) t* 



6] 



0 



M& 6 3-6 6t: 

X H-NMR (CD 3 OD, 400MHz) 6 :1.65-2. 15(m, 13H),2. 2-2.3(m, 
1H) , 2. 7-2. 8 (m, 1H) , 2. 90 (d, J=6. 8Hz, 2H) , 3. 3-3. 4 (m, 2 
H), 3. 35 (s, 3H) , 4. 0-4. 1 (m, 1H), 4. 23 (d, J=6. 8Hz, 1H) , 4. 5 
5-4. 65 (m, 1H) , 7. 33 (d, J=7. 3Hz, 1H, Ar) , 7. 43 (t, J=7. 6Hz, 
1H, Ar) , 7. 45-7. 55 (m, 2H, Ar) , 7. 79 (d, J=8. 3Hz, 1H, Ar) , 7. 
88 (d, J=7. 8Hz, 1H, Ar) , 7. 99 (d, J=7. 8Hz, 1H, Ar) 



5HC 1-2.0 5H 2 0 t It) 

.46:01, 12.90 

. 93 13. 35 

: 4 5 2 (M + H) + 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 05-1. 3 (m, 4H), 1. 7-1. 95 (m, 
9H) , 1. 95-2. 15 (m, 3H) , 2. 73 (m, 1H) , 2. 91 (d, J=6. 8Hz, 2H) , 
3. 0-3. 2 (m, 5H) , 3. 2-4. 0 (m, 3H) , 4. 06 (d, J=13. 2Hz, 1H) t 4. 
63 (d, J=13. 2Hz, 1H), 7. 33 (d, J=6. 4Hz, 1H, Ar) , 7. 43 (t, J= 
7. 8Hz, 1H, Ar) , 7. 47-7. 55 (m, 2H, Ar) , 7. 80 (d, J=8. 3Hz, 1H, 
Ar) , 7. 88 (d, J=7. 3Hz, 1H, Ar) , 7. 99 (d, J=7. 8Hz, 1H, Ar) 



[IJJ 



"O 0H 



TtmftVt ( C 27 H 39 N 3 0 2 - 2HC1 
IHHB; C, 59.33 ;H, 8.30 ;N, 7. 
Hftffi 59.56 8.13 7. 
ftMf (FAB -MS) m/z : 

14 7 

4- [4- [4- (r^y^^yv) t^y^v-i 
/kl ^f^7^^f;i/] -1- (l-t7^;ur-fef- 
A-) tV^v/y MI^I 

i ) 4 - (<<>'i?A'**$'%/l'i$~A'T $ / y ^vl') - 

1- ( t h^v^i^n/v) e^y^y 
[ft 1 9 7 ] 



ftft#*Hfi (FAB-MS) m/z 

i i) 4- (^y^vt^v^^n/v) tv<y^:x 



[ft 1 9 8 ] 

k^X^N^Ov^jO^ 

i ) -C»fcft-fr* (37. § 7 g , 0. llmol) £r 
EtOH (2 00ml) (Cjgft? U 1 »®ffi»-.3L* / 
-/«^DtTBocS«^, «Hft-£tt«r3 
0 . 5 2 g (igftW) «fc 0 



2H 2 0 £ LT) 
69 ;C1, 12.97 
29 12. 63 

4 3 8 (M+H) * 

4 8 7-4 9 31 (1 9 9 6?) f£fi§o "C^ESc bfc 

4- (T^/^^yw) -1- ( t h^r^y^^ 
/U) fcV* V v>V (23. llg, 109 mm o 1 ) Sr. 
CH 2 C 1 2 (2 0 0ml) l£jgft?U ^PfiWzK (36 
0ml) t ^nn gffc<l/*JtV (2 2. 9 0 g , 13 
4mmo 1 ) CDCH 2 C 1 2 ^?K (16 0ml) Srl^BStil 

A*7k"X?i5fej*b, Na 2 S0 4 tft»«, ttttMU % 
Ift^3 7. 5 8 g (£»$) »fc. 
^-NMRttDClg, 400MHz) 6 : 1. 10(m,2H), 1.45(s,9H), 1.66 
(m, 4H) , 2. 67 (m, 2H) , 3. 08 (m, 2H) , 4. 10 (m, 2H) , 5. 09 (s, 2 
H),7.35(m, 5H, Ar) 
3 4 9 (M + H) + 

^-NMR^DCla^OOMHz) 8 : 1. 30 (m, 3H), 1. 66 (m, 1H), 1. 74 
(d, J=15. 1Hz, 2H) , 1. 88 (d, J=ll. 2Hz, 1H) , 2. 78 (m, 3H) , 2. 9 
1 (t, J=6. 3Hz, 2H) , 3. 24 (m, 3H) , 5. 01 (s, 2H, CH 2 Ph) , 7. 35 
(m, 5H, Ar) 

i i i) 4- (^>i?;U#3ct/Jj;U7$=./UT ^ J * 

-1- (4 — t Ko+^fA') t^Dv^y 
[ft 1 9 9] 
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i i) X*mcik&V0 (4. 7 9 g, 16. 8mmo 1) 
£DMF (10 0ml) (ClBMU 
TitT 1 - h(7. 96g, 40. 8 mm o 1 ) , §iS& 

VVJ* (9. 38g, 68. Ommol) ^Pt, 55 
< C-C4WpBHi#bfc«. U *ttfc:**riP 

x_, AcOE tT-afflLfCo *«W*r«MWfe!tt*"e* 
JtK Na 2 S0 4 T«, «JE»*§U 1- (4-Tir 

h^i/^/w) -4- (^^i?/\s**rZ/jj;i'rt~;i') e° 

Kfi^tfHt (FAB -MS) m/z 

iv) 4- 5: y y^vW 

-l- U-^y^AO 
[ft:2 0 0] 



mt**y- !)^ (0. 87ml, 10. 0 mm o 1 ) <D 
CH 2 Cl 2 S8(2 2ml) ^T^^^%mr, -6 0 
°C\CtfiML.f' 0 DMSO (1. 4 3ml, 20. 2mm 
o 1) <DCH 2 C 1 2 ^M (7ml) £1 S^BBdMtr* 
fTS^flrfiS (FAB -MS) m/z 
v) 4- [4- [4- 

/V] - 1 - (1 -^^/^Tir^U) tX|)v?y 
[^2 0 1] 




i v) X*'&tcik&m (1 . 0 1 g, 3. 1 8mmo 1 ) 

«ft#Wffi (FAB -MS) m/z 
v i) 4- [N— (-O-^/V^^r^^/^^^/^) -N- 

[4- [4- (^y ^^r^/w^^/ur ^ y ^ f 
/w) hv* y ^y- 1 ->r />] ^^/v] r ^ y y 9vv] - 
l- (i -^-^^-/uT-fe^/^) tr-ty^v' 

Ht2 0 2] 



v ) X%tz.ik&m (1. 43g, 2. 45mmol) 



^y^^^re. 0 8g#fc o iMMeOH (15m 
1) IC*#U (4. 5 0g, 3 2. 6m 

mo 1) Sria*. Si&T2 0l$M«#Ufc o ^*«Sr« 

^ (CH 2 Cl 2 /MeOH=10/l-6 
/l) -0*MU *mk^*4rl- 53g (2 8%) ft 
fc. 

X H-NMR (CDC1 3 , 400MHz) 6 : 1. 36 (m, 2H) , 1. 59 (m, 1H) , 1. 68 
(m, 6H) , 2. 04 (t, J=10. 3Hz, 2H) , 2. 42 (m, 2H) , 3. 04 (d, J=10. 
3Hz, 2H) , 3. 08 (d, J=5. 9Hz, 2H) , 3. 55 (m, 2H) , 5. 09 (s, 2H) , 
7. 35 (m, 5H, Ar) 

3 2 0 (M+H) + 

TLfcm, Pi&£-C3 0#KI«#Lfco i i i) tflf: 
(1 • 4 4 g, 4. 5mmo 1 ) OCH 2 C 1 2 fg 

m (lomi) Sr2 o#waM*T«Tbfc«, !«««■<• 

7 0»n»^Uto Et 3 N (4. 56ml, 32. 8 
mmol) SrJP;tfc«, SIIC#1L, 2B£Pfl8£#L 

fc 0 **riHx.. CH 2 Cl 2 tttWU «afp*ta*^ac 

1 . 0 3 g (72%) ftfCo 

^-NMR^DCla, 400MHz) 6 : 1. 25 (m, 2H), 1. 4-2. 5 (m, 12H), 

2. 86 (d, J= 1 1 . 2Hz, 2H) , 3. 08 (m, 2H) , 5. 09 (s, 2H) , 7. 35 (m, 5 
H, Ar) 

3 19 (M+H) + 

;V) \?s<V*J^ (0. 9 0 g, 3. 1 8mmo 1 ) £C 

h 2 ci 2 (50ml) te:«»u 5rsh»# 
l/c 0 hueewibu »MeOH oomi) &m 

X, Tk^T N a B H 4 ( 0 . 23g, 6 mm ol) W 

xfct> *ee»*blch 2 c i 2 r*u wmJi^ft 

U MMfr&ttSr 1 . 4 4 g (7 8%) ftfc 0 
1 H-NMR (CDCI3, 400MHz) 6 : 0. 8-5. 2 (m, 32H) , 4. 15 (s, 2H) , 
5. 09 (s, 2H) , 7. 35 (m, 6H, Ar) , 7. 42 (t, J=7. 6Hz, 1H, Ar) 7. 51 
(m, 2H, Ar) , 7. 77 (d, J=8. 3Hz, 1H, Ar) , 7. 87 (m, 1H) , 7. 98 (m, 
1H, Ar) 
5 8 5 (M+H) + 

CH 2 C 1 2 (10ml) fSfPfiW* (10m 

1) t * vt2g&t^^*J;ls (0. 52g, 3. 04m 
mo 1 ) <DCH 2 C 1 2 mm (5m 1 ) ^EH-STU 
SlT2^Wffi»Uto ^ont^y^ (0. 11 
g, 0. 6 5mmo 1 ) (OCH 2 Cl 2 ?g#£ (2ml) £ 

My!)^^7A^Pvh^77^- (CH 2 C1 2 
/MeOH=10/l) *CiSU ^Ift^MO. 7 
4 g (42%) ftfco 

1 H-NMR (CDCI3, 400MHz) 6 :0. 8-3. 85 (m, 28H), 4. 14 (s, 2H), 
4. 66 (br, 1H) , 4. 81 (br, 1H) , 5. 09 (s, 4H) , 7. 27-7. 45 (m, 6H, 
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Ar) ,7.51 (m, 2H, Ar) , 7. 76 (d, J =7. 8Hz, 1H, Ar) , 7. 86 (d, J 
fCft^WM (FAB-MS) m/z 
v i i) 4- [4- [4- (T^/^/V) fc°^< U 

[{fc2 0 3] 



v i ) "CW^fk-^tt (0. 2 9g, 0. 4 0 4mmo 

Hfi##HI (FAB-MS) m/z 

HJS^J 1 4 8 

4- [4- (vM^A-T^/) -f^/^T^J^^M ~ 
i) 4 - [N- ( t — zf h^ri/JJ/l'tf^/l') -N- [4 
[ft204] 



Boc 



1 <D&f&W: 1 CO i i i ) <Dit&Vo ( 0 . 4 5 g , 
1 . 0 0 mm o 1 ) t Jfc/W yy (3 7%) (1ml) 
£:MeOH (2 0ml) KjSfl?U tK^T, N a B H 4 
(1. Og, 2 6. 3 1mmol) SriPx., 1 H$IH])t# 

SrJPx., CH 2 C 1 2 -CjfiffiU Na 2 S0 4 T«, « 

(CH 2 Cl 2 /MeOH=9 3/7-90/1 0) "C«f 
7G?H##f (C 24 H 35 N 3 0 • 2HC1 
tHWB; C, 62. 44 ;H, 8.25 ;N, 9. 

62.68 8.34 8. 
K*#tfMfi (FAB-MS) m/z : 
Htfe^Jl 4 9N-^nA^^f/u-N' - [ 1 - 
(1 —T^^/vr^M v^-4-^/u^ 

jv\ - i , 5— y^r i&Brtfio^ 
i) i- (i — j-^/ur-fe^vi') -4- [5- (7? 

Hk2 0 6] 



06 




4-r^;^f^-l- (1 -^^^/UTir^/u) 
yv/y (2. 4g, 8. 5mmol) % N- 

HS^Wftt (FAB -MS) m/z 



=7. 8Hz, 1H, Ar) , 7. 97 (d, J = 8. 3Hz, 1H, Ar) 
7 19 (M + H) + 

1 ) £rE t OH (10ml) m**f U 2 0% *kBMt 
(3 5mg) SrJPi, SHK^aHKSTcb 

0 . 0 7 1 g (31%) #fc 0 

1 H~NMR (CDC1 3 , 400MHz) 6 :0. 9-3. 0(m, 31H), 3. 84 (d, J = 1 
3.2Hz, 1H),4. 15(s,2H),4. 71(d,J = 13. 7Hz, 1H), 7. 32 (d, 
J = 7. 3Hz, 1H, Ar) , 7. 42 (t, J=7. 6Hz, 1H, Ar) , 7. 47-7. 56 
(m, 2H, Ar) , 7. 77 (d, 3=7. 8Hz, 1H, Ar) , 7. 87 (d, J = 7. 8Hz, 1 
H, Ar), 7. 98 (d, J = 8. 3Hz, 1H, Ar) 
4 5 1 (M + H) * 

«u mmit&m&o. 27 g (5 6%) mc Q 

1 H-NMR (CDCI3, 400MHz) 6 : 1. 45 (br s, 9H) , 0. 85-1. 85 (m, 
9H) ,2.19 (s, 6H) , 2. 63 (m, 1H) 2. 91-3. 15 (m, 7H) , 3. 85 (m, 1 
H) , 4. 17 (s, 2H) , 4. 72 (m, 1H) , 7. 31-7. 57 (m, 4H) , 7. 78 (d, J= 
7. 8Hz, 1H) , 7. 89 (d, J=7. 8Hz, 1H) , 8. 00 (m, 1H) 
i i) 4- [4- (v^^vKT^ / ) Zf^frT % J 
;v] - l- (l-t7f-;V7W;i/) fcV^JJ^V 

[ft2 0 5] 



^ H 



i ) -CWfcffr&Jfc (0. 27g, 0. 561 mm o 1 ) 
^EtOH (5ml) i£^ft?U (3ml) Sr*P 

it&m&O. 24 g (9 4%) 

1 H-NMR (CD 3 0D, 400MHz) 6 : 1. 16-1. 19 (m, 2H), 1. 79-2. 03 
(m, 7H) , 2. 91 (s, 6H) , 2. 74-3. 48 (m, 8H) , 4. 04 (m, 1H) , 4. 23 
(m, 2H), 4. 61 (m, 1H), 7. 32-7. 53 (m, 4H), 7. 79-7. 99 (m, 3H) 

• 0. 4H z O t bT) 

10 ;C1, 15. 36 

76 14. 97 

3 8 2 (M + H) + 

^E-'O'^vU) :7#A~f$K(2. 5g, 8. 4 4 mmo 
1) , Et 3 N (2. 5mK 17. 9 mm o 1 ) 
DM F (3 0ml) ftC^Px., mt&X' 6 NfFflig# bfc Q 
M^>y^7^7A^Pvh^77^ 
- (CHCl 3 /MeOH=20/l) "CAMS U 3cJH 
ffc*««Tl. 84 g (43. 8%) #fc c 
A H-NMR (CDCI3, 400MHz) 6 : 1. 00-1. 20 (m, 2H), 1. 20-1. 40 
(m, 2H), 1. 60-1. 90 (m, 6H), 1. 90-2. 10 (m, 1H), 2. 40-2. 70 
(m, 5H) , 2. 90-3. 10 (m, 1H) , 3. 64 (t, J=7Hz, 2H) , 3. 89 (d, J=l 
2Hz, 1H), 4. 13 (s, 2H), 4. 64 (d, J=13Hz, 1H), 7. 29 (d, J=8Hz, 
1H) , 7. 36-7. 54 (m, 3H) , 7. 86-7. 88 (m, 5H) , 7. 91 (d, J = 8 H 
z, 2H) 

4 9 8 (M + H) + 
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i i) l - {i—ry^/vr^M -4- [N- (t 
-7h*is*^tf-M -N- [5- C7*/W^ K) 

lit 2 0 7] 





i ) -TMffcfc^ (1. 1 g , 2. 2 1 mm o 1 ) . E 
t 3 N (0. 5ml, 3. 59mmol) SrCH 2 C 1 2 
®fi##Ht (FAB -MS) m/z 
i i i) 4- [N — (S-T^y^^/W) -N- (t 
-^h^i^/V^^/V) T^/^f^] -1- (1— *- 

Mb 2 0 8] 




i i) X^tz-it^m (1. 9 9g. 3. 3 3m mo 
1) , t K7^~ TKfP^ (0. 40ml, 8. 24m 
m o 1 ) Sr. E t OH (50ml) ^tCjP;!. ^2R"C 

■*#*NI (FAB-MS) m/z 
i v) N- (t-^h^^/U^^V) — N* -v-^ n 
^^ri/^^l— N- [1- (l-t7f;WTtf 
/v) tv<y -1, 5-^V^>- 

v^r ^ >- 

[ft2 0 9] 



oo 



iii) (1. 23g N 2. 6 3mmo 

1) % v'^P^^rf y^/^/f dr^T^Tt K (0. 52 

ml, 4. 2 9mmo 1 ) , fiSBft-^ if^i/tyJ* (1 . 0 
g) CH 2 C 1 2 (6 0ml) ^MflDX, — 

fc 0 WJE»«IU SffiCMeOH (6 0ml) SrJPx. 

»TNa BH 4 (0. 3 2 5 g, 8. 5 9mmo 1 ) 

^m^tc 0 4«fbb«*pu, *^nx.ycm, ®jEg«SLc 

H 2 ci 2 taUiU M g so 4 -cffl 

(CHCl 3 /MeOH=30/l) -CfflfjHU 
&m&0. 5 2 6 g (3 5. 5%) »fc 0 
X H-NMR (CDC1 3 , 400MHz) 6 :0. 80-1. 00 (m, 2 H), 1.31(s, 9H), 

1. 00-2. 00 (m, 21H), 2. 50-2. 60 (m, 2H), 2. 60-2. 75 (m, 3H), 

2. 90-3. 20 (m, 5H) , 3. 80-3. 95 (m, 1H) , 4. 16 (s, 2H) , 4. 65-4. 
80 (m, 1H), 7. 32 <d, J=7Hz, 1H), 7. 42 (t, J=8Hz, 1H), 7. 45-7. 

m&#Vtm (FAB-MS) m/z 
vi) N-v'^n^v'/Mf^-N' - [1- ( 1 - 
-ry^^T^^^) b°^<Uv ? >'-4 — f/l^^vl"] - 



(30ml) (Boc) z O (1. OmK 

4. 35mmol) &M?L, 3 0Pflffi#Uc o ®JE*g«S 
U «i*V^y;^7A^Dvh^77^- (CH 
C l 3 /MeOH=5 0/1) T*fitfiU mMfc&Vo* 
1 . 2 6 g (95. 5 %) #fc c 

^-NMR^DCla^OOMHz) 6 :0. 80-1. 95 (m, 13H) , 1. 41 (s, 9 
H) , 2. 55-2. 75 (m, 1H) , 2. 85-3. 20 (m, 3H) , 3. 68 (t, J=7Hz, 2 

H) , 3. 80-3. 90 (m, 1H) , 4. 15 (s, 2H) , 4. 60-4. 75 (m, 1H) , 7. 25 
-7. 35 (m, 1H), 7. 41 (t, J=7Hz, 1H), 7. 45-7. 55 (m, 2H), 7. 65- 
7.90(m,6H),7.98(br s, 1H) 

5 9 8 (M + H) + 

5f$PfltB#bfc 0 MEESffiU CHC1 3 $:M, 

(CHC 1 3 /Me OH= 7/ 

I) -CfSfil, «ift^«S:l. 23 g (7 9. 0%) 

1 H-NMR (CDCI3, 400MHz) 6 :0. 80-1. 90 (m, 13H) , 1. 42 (s, 9 
H) , 2. 69 (t, J=7Hz, 2H) , 2. 50-2. 80 (m, 1H) , 2. 90-3. 20 (m, 5 
H) , 3. 80-4. 00 (m, 1H) , 4. 16 (s, 2H) , 4. 70 (br s, 1H) , 7. 32 
(d, J=6Hz, 1H) , 7. 42 (t, J=8Hz, 1H) , 7. 45-7. 60 (m, 2H) , 7. 77 
(d, J=8Hz, 1H) , 7. 86 (d, J=8Hz, 1H) , 7. 98 (br s, 1H) 

4 6 8 (M + H) + 

60 Cm, 2H) , 7. 77 (d, J=8Hz, 1H) , 7. 86 (d, J=8Hz, 1H) , 7. 98 (br 
s, 1H) 

v) N, N' -tr* (t-^b^^;^;v) -N- 

O^^rvvl^^vU-N' - [1- ( 1 -t7f/U7 

•ir^A-) -1, 5 — 

[ft 2 1 0] 




i v ) -C^#7tft-&^) (O. 5 2 6 g, 0. 933 mm o 
1) , Et 8 N (0. 2ml, 1. 4 3mmo 1 ) SrC 



H 2 C 1 2 (10ml) t^CfrPx., 



(Boc) s O (0. 



3 3mK 1. 4 4mmo 1) ^Dx., -^l^tt 0 
MEEWHU ^^^7^0 7^77^ (— 
WV/AcOEt = 3/l) T?»»U *Wbfr4fc* 
0 . 3 8 8 g (41. 6 %) »fc Q 
X H-NMR (CDCI3, 400MHz) 6 :0. 80-1. 00 (m, 2H), 1. 10-1.30 
(m, 4H), 1. 44(s,9H), 1.57(s,9H), 1. 30-1. 80 (m, 16H),2. 55 
-2. 70 (m, 1H) , 2. 90-3. 20 (m, 9H) , 3. 80-3. 95 (m, 1H) ,4.16 
(s, 2H) , 4. 70 (br s, 1H) , 7. 32 (d, J=7Hz, 1H) , 7. 42 (t, J=8H 
z, 1H) , 7. 45-7. 60 (m, 2H) , 7. 77 (d, J=8Hz, 1H) , 7. 87 (d, J=8H 
z, lH),7.98(br s, 1H) 
6 6 4 (M + H) * 

1, 5— OffifTZ*' 
lit 2 1 1 ] 
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v ) -entzit&yo ( 0 . 3 8 g , 0 . 5 7 mm o 1 ) £ 
M e OH (20ml) fl^PX., MMSt (5. 0ml) 
^ITU 7«*|IB«#Lfc 0 WEfi«gb*ffi>fk^* 
0 . 2 4 8 g (78. 1 %) #fc 0 

5c*»W (C3 0 H 39 N 3 0 • 2HC 1 
frfffig: C, 64.97; H, 8.90; N, 
UPHii 64.90 8.91 
SfS##Ht (FAB-MS) m/z 

ftlfettl 1 5 0 

N- [1- (l-t7f;l/7tf;U) fc^y^V-4- 

-i, a-^n^T^y Hfflfctt^A 

i) 4 - [N- O-Tth^ntW) — N- (t 
[ft 2 1 2] 



-v 



1 CD i i i ) <Dfc&Vo 4 — T ^ J y TvV- 1 - 

Ky^t^r^*;^-;u) tv«ys*v (9. 4 0 

g, 3 7. 9mmo 1 ) £:Tir h~hV;l- (300m 

1) fcl*»U 5 0%7yft*!)>>A- t^h (T 
/uK9jxftU0 (9. 3 0g), 

Ttr- h (4. 91ml, 39. 8mmo 1 ) $r^P 
ff*##Hfi (FAB-MS) m/z 

i i) 1- (^>'^/l'5fr*ci/%/U7$z=~;l') -4 - [ N 
- ( t — N — (3-kKo^> 

[ft2 1 3] 

i) ^fcft^V/^WT^W! 5mmol) * 
M e OH (2 3 0ml) KjgtfU J^S£# y * A (2. 
7 3g, 19. 8mmol) SrJDX., S«&T 6 «fWSH$ 

bfco 5F*»*«*b, tttttrttEMRU »»Sr^y 

WfjVjjy A? h if 7 7 J— KtVAcOE 
t = l/2) -e»»U 3. 56 g (5 3 

%) 

1 H-NMR (CDC1 3 , 400MHz) 6 : 1. 15 (d, J=10. 7Hz, 2H), 1. 47 
(s, 9H, Boc) , 1. 67 (m, 5H) , 2. 76 (m, 2H) , 3. 05 (d, J=5. 4Hz, 2 
H) , 3. 40 (m, 2H) , 3. 55 (m, 2H) , 2. 76 (m, 2H) , 3. 07 (m, 2H) , 3. 2 
5 (m, 2H) , 3. 72 (m, 1H) , 4. 22 (m, 2H) 5. 14 (s, 2H) , 7. 37 (m, 5H, 
Ar) 

i i i) 1- (^O-J^^r^-iy^/Uyf^/v-) -4- [ 



1 H-NMR(DMS0-d 6 , 400MHz) 6 : 0. 90-1. 05 (m, 2H) , 1. 05-1. 30 
(m, 4H) , 1. 30-1. 45 (m, 2H) , 1. 60-2. 90 (m, 13H) , 1. 98 (br s, 
1H) , 2. 63 (t, J=12Hz, 1H) , 2. 72 (d, J=7Hz, 2H) , 2. 75-2. 90 
(m, 6H) , 3. 08 (d, J=13Hz, 1H) , 4. 05 (d, J=13Hz, 1H) , 4. 16 (s, 
2H), 4. 39 (d, J=13Hz, 1H), 7. 33 (d, J=7Hz, 1H), 7. 45 (t, J=7H 
z, 1H) , 7. 50-7. 60 (m, 2H) , 7. 82 (d, J=8Hz, 1H) , 7. 90-8. 00 
(m,2H),8. 78 (br s, 4H) 

H 2 0 £LT) 
7. 58 
7.44 

: 4 6 4 (M + H) + 

X., 5 5t*C2^ 7 5t-C2W«^tfci > 2&f 
ffliSMbfCo T'te'T—h (2 5. 

4ml, 2 0 5. 8mmo 1 ) £ £ l^P X , 2 8 l$W 

AcOEttttfflU *x <Sft*i&*^ifei£U Na 2 
S0 4 T«, «JEE»«Ufco aSS:CH 2 Cl 2 l:g 
SIn (Boc) 2 0 (9. 9 0g, 45. 4 mm o 
1) SrJOx., SIT, 1 6mmmWVtz Q (Boc) 2 
O (1. OOg, 4. 5 9mmo 1) SrSfefcJPx., S 
IT, 5«fW«#U SJES«Sr«BEJH8bfc 0 «aE«r^ 
!)*y;^7A^n^f^77^- Kfy/AcO 
Et=5/2) t«l, *Wfr&tt*r7. 45 g (4 
4%) #fc 0 

X H-NMR (CDCI3, 400MHz ) 6 : 1. 15 (m, 2H) , 1. 26 (t, J=6. 6Hz, 
1H) , 1. 45 (s, 9H, Boc) , 1. 62 (m, 2H) , 1. 86 (m, 2H) , 2. 05 (s, 3 
H, Ac) , 2. 76 (m, 2H) , 3. 07 (m, 2H) , 3. 25 (m, 2H) , 4. 07 (t, J=6. 
4Hz, 2H) , 4. 19 (m, 2H) 5. 12 (s, 2H) , 7. 35 (m, 5H, Ar) 

: 4 4 9 (M+H) + 

ni:vv) T^yy^vw] t^y^v 

lit 2 14] 



Z '*T\ Boc 
(lS^m^T 



mk**W/l' ( l^^fYmrTVS . 5mmo 1) CO 
CH 2 Cl 2 g« (3 5ml) SrT/W^^SSBT. - 7 8 
°C\a$MVfCo DM SO (2. 3 4ml, 32. 9 mm 

o 1 ) C0CH 2 C 1 2 mm (15ml) £2 5&m-?ffiT 

(3. OOg, 7. 37mmol) ^)CH 2 Cl 2 g« 

(i5mi) &3 o#faja>i*T«TU rataarei. 5 

B#PJjJH$bfco Et 3 N (5ml, 35. 94mmo 

Jo*., chc i 3 -cttttm ffifnAttofc-oifcHK Na 2 s 
txi^yyy'? 4— (^fy/AcOEt = i/i) 

-C«f«U *«^»*2. 99 g (^fift) #/c 0 
^-NMR^DC^^OOMHz) 6 : 1. 15 (m, 2H) , 1. 45 (s, 9H, Boc) , 
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1. 61 (m, 3H) , 1. 76 (m, 1H) . 2. 73 (m, 4H) , 3. 10 (m, 2H) , 3. 50 
(m, 2H) , 4. 20 (m, 2H) , 5. 13 (s, 2H) , 7. 35 (m, 5H, Ar) 9. 80 (s, 1 
W&ftVtm (FAB-MS) m/z 

i v) N- [1- ('Oi?/l'3-*ci/JJ/U7$—/l') 
^>--4 — T^^^/W] -N- (t-yh^r^yufc 
/U) -N' - [1- (t-l/h^v^/UTtf^A') fc^D 
^/>--4 — <;v^^;v\ -1, 

[ft 2 1 5] 



.Boc 



i i i ) "Cftfcft-g^ ( 3 . 3 3 g , 8 . 2 4 mm o 
1) £CH 2 C1 2 (40ml) fc»#U 

(1. 8 0g, 8. 4 1mmol) (DCH 2 C1 2 SI 
(2 0ml) SrJp*, MT, 3. 5B9IW«#Ufc«* 

Jffi##Hi (FAB-MS) m/z 
v) N- [1- (^l/\s;vjr3c*/% txy^ 
>--4 --f/wy *vu] -N, N' -tr^ (t-^h^fV 
tf/Utf:^) — N ' - [1- (t-^h^rv^/W?- 
/V) ^-4-^A^^/w] -l, S-^n/^ 

[ft 2 1 6] 



Boc f^N 

iX 1 



Boc 



iv) (1. 10g, 1. 8 3mmol) 



£rCH 2 C 1 2 (2 5ml) 



(Boc) z O 



(0. 4 2 0 g, 1 . 9 3mmo 1 ) Sr*P*. x fiifiT, 
2 7^fflii^bfCo ^biC, (Boc) z O (0. 04 
Og, 0. 18 3mmol) Sr^X.. ^i&T\ 2H$[8]« 

^n7^77^- (CH 2 Cl 2 /MeOH=40/ 
1) 1?H«U *«^-fr»*r0. 9 5 0 g (7 4%) ft 

A H-NMR(CDC1 3 , 400MHz) 6 :1. 12(m,4H), 1.44(s, 18H,Boc), 

(FAB-MS) m/z 
vi i) N, N' ( t — :/ h^S^/UxK^U) - 

N- [1- ( t h*i/#/Uztf— AO b 0 ^y v?V- 4 
-^A^A] — N' - [1- (l-t7f;vrtf 

a) tr^y v>>- 4 ->f/v^ ^a] -l, 

[ft 2 1 8] 




-Boc 



v i ) -CWcft-g^ (0. 3 4 g, 0. 6 Ommo 1 ) 
£CH 2 C1 2 (6ml) KljgflPU 1 — *":7?vH»» 



H, CH0) 

4 0 5 (M+H) * 
S«««r«ffi»l8L*: 0 £Si££&*88;B U Me OH 
(5 0ml) MjgflfU **T\ NaBH 4 (6 4 0m 
g, 16. 8mmo 1) Sr^t^oJllx., ilTl6«f 
fKffi#Lfc 0 R««fc*«rJP*.fca, MEWMU CH 
Cl 3 -efflWbfc 0 #«JlSr<a?dAia*-c*i^, Na 2 S 

^n-^ b^^- ( CH 2 Cl 2 /MeOH=2 0/ 
1) -CfllffiiU *«ft£*«rl. 1 1 g (2 2%) ft 

1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 0-1. 45(m, 7H), 1. 45(s, 18 

H, Boc) , 1. 55-1. 85 (m, 7H) 2. 25-2. 85 (m, 7H) , 3. 06 (m, 4H) , 
4. 19 (in, 4H) , 5. 13 (s, 2H) , 7. 36 (m, 5H, Ar) 

6 0 3 (M+H) + 

I. 45 (s, 9H, Boc) , 1. 67 (m, 9H) , 2. 7 (m, 4H) , 3. 1 (m, 7H) , 4. 18 
(m, 4H) , 5. 12 (s, 2H) , 7. 35 (m, 5H, Ar) 

vi) N, N' -If* ( t -:/h^>#AzK~A) - 
N- [1- ( t -^h^v-^/Vtf^AO t°-<y v»--4 
-- Ta^a] - N* - (tv<y v^-4-^A^ 
a) -l, 3-/o^y^7^y 

[ft2 1 7] 



HN^l Boc 



.-Boc 



v) -Cftfcft-g*^ (0. 9 3g, 1. 3 2mmol)£r 
EtOH (2 5ml) tdSflPU 2 0% TkBMt^S* 
(0. lOg) SrJn*.. SH***ai5cUfc. * 

5 g ftfe. 

A H-^(CDCl 3 ,400MHz) 6 :1. 13(m,4H), 1.45(br s, 27H, Bo 
c) , 1. 62 (t, J=12. 7Hz, 2H) , 1. 76 (m, 6H) , 2. 5-2. 7 (m, 4H) , 3. 
0-3. 2 (m, 12H) 

5 6 9 (M + H) + 

(0. 1 3 g, 0. 6 8mmo 1 ) . HOB t (0. 1 
8 g, 1 . 3 6mmo 1 ) , NMM (0. 19ml, 
1 . 7 0 mm o 1 ) Sr^Px, tKtKTE D C ( 0 . 2 6 
g, 1. 3 6mmol) ^DX., MTl 7WWt 
it 0 1 — J-^AftR (0. 14g, 0. 7 5mmo 
1) > HO B t (0. 18g, 1. 36mmol) , N 
MM (0. 19ml, 1 . 7 Ommo 1 ) tKtK 
TEDC (0. 26g, 1. 36mmol) £r#Dx. N M 
IT1 9&SISI«#Lfco ^i£^CH 2 C l 2 T?*3RLfe 

(CH 2 Cl 2 /MeOH=20/l) U ^Ilft 

■ 0 . 3 7 g (84%) ntz 0 
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1 H-NMR (CDCI3, 400MHz) 6:1.1-1.2 (m, 4H) , 1. 43 (s, 9H, Bo 
c) , 1. 44 (s, 9H, Boc) , 1. 45 (s, 9H, Boc) , 1. 55-1. 6 (m, 2H) , 1. 
7-1. 8(m, 4H), 2. 6-2. 7(m, 3H), 2. 9-3. 2(m, 11H), 3. 85 <m, 1 
H), 4. 10 (m, 2H), 4. 16 (s, 2H), 4. 70 (m, 1H), 7. 32 (d, J=6. 8H 
z, 1H, Ar) , 7. 42 (t, J=7. 6Hz, 1H, Ar) , 7. 52 (m, 2H, Ar) , 7. 77 
(d, J=8. 3Hz, 1H, Ar) , 7. 86 (d, J=8. 1Hz, 1H, Ar), 7. 98 (m, 1H, 
Ar)v i i i) N— [1- ( 1 -^y^/VT^^M t° 

-<y --r/^^/u] — n' - (t^y 

[ft 2 1 9] 



X?" 



TtmftVf ( C 27 H 40 N 4 0 • 3 H C 1 
ffJUB; C, 57.96 ; H, 8.02 ; N, 
HlfcfB 57. 62 7. 78 

®S##HB (FAB -MS) m/z : 

mmm 1 5 1 

N — n^^rvvl^^vP-N' - (l-^yi/;l/h^ 

i) N, N' - bf* ( t -Zf Y^i/^JJV^^/V) — N — 
n^^riy/v^ ^,v-N' - ( 1 -^^v'/Vfc 0 ^ y v> 

[ft2 2 0] 



0 : S 




Boc 



v i i ) "e#^{b^*l ( 0 . 3 5 g , 0 . 4 8 mm o 
1) in^ fi^/-^»(20ml) *m 
X., ilT4 PPWUc 0 «JET«Bbfc«, E tO 
HSrSflx., Wffl*«rit*U Sffllk^SrO . 1 8 g 

(6 6%) #fc 0 
1 H~NMR (CD 3 0D, 400MHz) 6 : 1. 2-1. 35 (m, 2H) , 1. 5-1. 6 (m, 2 
H), 1. 78 (d, J=12. 7Hz, 1H), 1. 88 (d, J=13. 2Hz, 1H), 2. 05- 
2. 15 (m, 3H) , 2. 15-2. 25 (m, 3H) , 2. 76 (t, J=12. 0Hz, 1H) , 2. 
93 (d, J=6. 8Hz, 2H) , 3. 0-3. 1 (m, 4H) , 3. 12-3. 18 (m, 5H) , 3. 4 
2 (d, J=12. 7Hz, 2H) , 4. 05 (d, J=13. 7Hz, 1H) , 4. 24 (d, J=6. 4 
Hz,2H),4. 62 (d, J=12. 7Hz, lH),7.32(d, J=6. 8Hz, 1H,A 
r) , 7. 43 (t, J=7. 6Hz, 1H, Ar) , 7. 45-7. 55 (m, 2H, Ar) , 7. 79 
(d, J=7. 8Hz, 1H, Ar) 7. 88 (d, J=8. 5Hz, 1H, Ar) , 7. 99 (d, J 
=8. 3Hz, 1H, Ar) 

• 0. 7 5H z O b Lt) 

10.01 

9. 76 

4 3 7 (M+H) + 

U &m\t&m*Q~ 60 g (8 4%) #fc 
1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 43(br s, 18H), 0. 88-1. 63 
(m, 20H) , 2. 56 (m, 2H) , 2. 88 (s, 6H) , 2. 99-3. 10 (m, 8H) , 3. 8 
6 (m, 2H) , 7. 18 (d, J=7. 3Hz, 1H) , 7. 52 (m, 2H) , 8. 20 (d, J=5. 9 
Hz, 1H) , 8. 39 (m, 1H) , 8. 55 (d, J=8. 3Hz, 1H) i i ) 
i ) -V&tzik'&yo ( 0 . 6 0g, 0. 8 4mmol)£r 
EtOH (5ml) M*gft?U MiMM (3ml) SrJD 

aA*«Btu mmit&yo&o. 47 g (95%) # 

[ft2 2 1] 



1 O i x ) <D\\^m ( 0 . 4 8 g , 1 . 0 0 mm 
ol) £Et 3 N (1ml, 7. 2mmol) £rCH 2 C 
1 2 (15ml) tCjgfl? U TkftiT, 0 n y K 

(0. 2 7g, 1. OOmmol) ^Oi, llt-t 

h^^-r — hHy/AcOEt = 3/i) -CAM! 

Ttm&Vr ( C 29 H 46 N 4 O z S • 3HC 
tr^fl ; C, 54.24 ; H, 8.00 ; N, 
H^fi 54. 10 8. 03 

Rfi##fffi (FAB-MS) m/z : 

n*£#j 152 

N-v^ P^^^yu^^/u— N* - [1- 

/W] -1, 4-^^>^T^V 
Hk2 2 2] 



Q 

0 S S 



A H-NMR (CD 3 0D, 400MHz) 6 : 1. 03-1. 30 (m. 7H), 1. 68-1. 90 
(m, 13H) 2. 67-3. 01 (m, 10H) , 3. 44 (s, 6H) , 3. 88 (ro, 2H) 7. 86 
(ra, 2H) , 8. 04 (m, 1H) , 8. 36 (m, 1H) , 8. 65 (in, 1H) , 8. 88 (m, 1H) 

1 • H 2 0 t IT) 

8. 72 ; CI , 16. 56 ;S, 4. 99 

8. 46 16. 39 5. 15 

5 15 (M + H) * 



263-265t 
1 H-NMR (CD3OD, 400MHz) 6 : 0. 90- 1 . 50 (m, 6H) , 1 . 65-2. 00 
(m, 14H), 2. 76(tJ=12. 20Hz, 2H), 2. 86 (d, J=7. 32Hz, 2H), 2. 
94 (d, J=6. 35Hz, 2H), 3. 04 (m, 4H), 3. 91 (d, J=12. 21Hz, 2H) 
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7z3$ftVf (C 23 H 34 N 3 0 2 F 5 S • 2HC 1 t Lt) 
tf^ffi: C, 47.26; H, 6.21; N, 7.19; CI, 12.13 
HRft 47. 17 6. 23 
®S##Hit (FAB-MS) m/z 

115 3 

n- (i-yyi//vt 4 ^y^y-4 — fA-^/w) - 
Kb 2 2 3] 



OS 




5tM9t%x ( C 25 H 40 N 4 O 2 S • 
fHHB ;C, 51.06 ;H, 7.71 
HfMB 51.21 7.85 

Kfi^Wffi (FAB-MS) m/z 



115 4 
N- [1- ( 

Ut2 2A\ 



6. 97 12. 18 

: 4 4 0 (M+H) + 

jK^SC. 255-256^ 

1 H-NMR (CD 3 0D, 400MHz) 5 : 1. 01 (t, J=7. 3Hz, 3H), 1. 33 (m, 2 
H), 1. 71-1. 86 (m, 9H), 2. 67 (m, 1H), 2. 89-3. 02 ((m, 9H), 3. 4 
3 (s, 6H) , 3. 88 (m, 2H) , 7. 81-7. 92 (m, 2H) , 8. 01 (m, 1H) , 8. 35 
(d, J=6. 8Hz, 1H) , 8. 64 (d, J=8. 8Hz, 1H) , 8. 87 (d, J=8. 8Hz, 1 
H) 



3 HC 1 • H z O t It) 
;N, 9.53 ;C1, 18.09 ;S, 5.45 
9.47 17.98 5.71 

4 6 1 (M + H) * 

2 9 7-2 9 S°C 



6 — ^ n 2 — f fls^JbsV * 

-1, 



0~*0 



CI 



JOCrGUi. 



"S~0 



TtmftVf (C 27 H 4Q C 1 N 3 0 2 S • 
tfrWiB. ; C, 55.83 ; H, 7.32 ; 
HSMfi 56. 02 7. 28 

KS^ffiHE (FAB -MS) m/z 

115 5 

N— ( 1 - ^yi/;uexy >^?y- 4 f - 

NT - Vd^Wls-A-J )V**?>V) -1, 4-:/* 

Ut 2 2 5 ] 



^-NMIUDMSO + CF 3 COOH,400 MHz) 6 :0. 91-1. 01 (m, 2H), 

1. 10-1. 37 (m , 5H), 1. 60-1. 88 (m, 13H), 2. 30-2. 39 (m, 2H), 

2. 71-2. 94 (m, 8H) , 3. 78 (d, J =11. 7Hz, 2H) , 7. 70 (d, J = 8. 
8Hz, 1H) , 7. 85 (dd, J = 8. 3Hz, 1H) , 8. 15 (d, J = 8. 8Hz, 1 
H) , 8. 19-8. 28 (m 2H) , 8. 46 (br s, 2H) , 8. 49 (s, 1H) , 8. 56 (b 
r s, 2H) 



2 HC 1 • 0.1 H 2 0 t tt) 
N, 7.23 ; CI, 18.31 ; S, 5.52 
6.92 18.51 5.50 

: 5 0 6 (M + H) + 

1 H-NMR (CD 3 0D, 400MHz) 6 : 1. 40 (m, 2H), 1. 60 (m, 2H), 1. 83- 

2. 09 (m, 10H) , 2. 68 (m, 1H) ,2.91 (m, 2H) , 2. 99-3. 07 (m, 9H) , 

3. 42 (m, 2H) , 3. 45 (s, 6H) , 3. 90 (m, 2H) , 7. 84-7. 94 (m, 2H) , 
8. 07 (d, J=7. 3Hz, 1H) , 8. 37 (d, J=6. 8Hz, 1H) , 8. 66 (d, J=8. 3 
Hz, 1H),8. 90 (d, J=8.8Hz, 1H) 



Q 




15 6 

n- (tv<y 

(2, 4, 6 

y v^v-4- 



TtmftVf (C 28 H 45 N 5 0 2 S 



4 HC 1 • 3H z O t It) 
f+SfB ; C, 46.99 ; H, 7.75 ; N, 9.79 ; CI, 19.82 ; S, 4.48 



47. 42 7. 60 

WMfttitm (FAB-MS) m/z 

V^-4 ---f /l^^VU) — N ' - [ 1 - 

^/U^^VU] -1, 4 -~??lsl>T% is 



[ft2 2 6] 



9. 68 19. 06 

5 16 (M + H) * 



4.68 



^-NMR (CD 3 0D, 400MHz) 5 : 1. 29 (m, 2H), 1. 53 (m, 2H), 1. 83- 
2. 10 (m, 10H) , 2. 29 (s, 3H) , 2. 57 (s, 6H) , 2. 75-3. 05 (m, 12 
H) , 3. 42 (m, 2H) , 3. 59 (m, 2H) , 7. 03 (s, 2H) 
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7GfSf#W ( C 25 H 44 N 4 0 2 S • 3 HC 1 • H 2 0 tit) 
tWfli ; C, 50.41 ;H, 8.36 ;N, 9.40 ;C1, 17.85 ; S, 



H^ffl 50.24 8.07 

SS^Wffl (FAB -MS) m/z 

mum 157 

N- (fcT^y ^-2-^;*^) -n' - [1 - 
(2, 4, e-MJ^f^yfy^t^) tr^< 
y^^-4--f/^^] -1, 4-/^^7^ 



5. 38 
5. 57 



9. 19 17. 85 

4 6 5 (M + H) + 

A H-NMR (CD3OD, 400MHz) 6 : 1. 20-1. 35 (m, 2H) , 1. 50-2. 15 
(in, 13H) , 2. 31 (s, 3H) , 2. 59 (s, 6H) , 2. 80 (m, 2H) , 2. 95 (d, J= 
6. 83Hz, 2H) , 3. 05-3. 50 (m, 7H) , 3. 55-3. 60 (m, 4H) , 7. 05 (s, 
3H) 



[ft2 2 7] 



mmmi 

N- (1 
N* - ( 

Ut2 2 



5 8 



H H 

jtmfttix (C 2S H 44 N 4 O z S • 3HC1 • 0. 5H 2 0 t It) 
WMt: C, 51.50; H, 8.30; N, 9.61; CI, 18.24 
UMI 51.25 8.48 9.50 18.52 
ItMf (FAB-MS) m/z : 4 6 5 (M + H) + 

^■H-NMR (CD 3 OD, 400MHz) 6 : 1. 5-4. 0(m, 30H), 3. 36 (s, 6H), 
- ? fcV< — ( /V* ^/U) - 7. 7-8. 0 (m, 3H) , 8. 34 (d, J=7. 3Hz, 1H) , 8. 63 (d, J=8. 8Hz, 1 



H),8.81(d, J=8. 8Hz, 1H) 



8] 



JLO 



N- [ 
S) - 
[fls 2 



TzmftVt ( C 28 H 45 N 5 0 2 S -3. 5HC 1 
ffgMfi: C, 49.50;H, 7. 79;N, 10.31 
HRH! 49.33 7.24 10.04 

Sa#*Ht (FAB-MS) m/z : 5 16 

15 9 

1- (2, 4, 6 - h y t^A^ZslSlsa/Uy* 
yf^Wls-A-J/Vt^V] -N' - [ (2 
t°n y 2--f /V^^/V] - 1 , 4-:/^>- 



2 9] 



2H 2 0 ^ tt) 



(M + H) + 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 20-1. 35 (m, 2H), 1. 80-2. 18 
(m, 10H) , 2. 38 (s, 3H) , 2. 35 (m, 1H) , 2. 59 (s, 6H) , 2. 77-2. 83 
(m, 2H) , 2. 96 (d, J=6. 84Hz, 2H) , 3. 05-3. 25 (m, 4H) , 3. 35-3. 
60 (m, 5H) , 4. 01 (m, 1H) , 7. 04 (s, 3H) 




Ttm^Vx ( C 24 H 42 N 4 0 2 S • 3 H C 1 
C, 49.87; H, 8.19; N, 
H^lfi 49. 57 8. 08 
mM#tirl& (FAB-MS) m/z 



1 6 
N- ( 1 - 
N' - [ ( 
4-^^V 
[ft2 3 0 



2S) t°p!Jv?y-2-^/Mf'^] -1, 

] 



9. 69; 
9. 45 



H 2 0 £ LT) 
CI, 18.40 
18. 22 



4 5 1 (M + H) 




^ H 



H 



1 H-NMR (CD 3 0D, 400MHz) 6:1. 25-1. 35 (m, 2H) , 1. 80-1. 95 
(m, 8H) , 2. 00-2. 20 (m, 2H) , 2. 28-2. 40 (m, 1H) , 2. 65-2. 73 
(m, 2H), 2. 92(d, J=6. 84Hz, 2H), 3. 06 (m, 2H), 3. 16(m, 2H), 
3. 31 (s, 3H) , 3. 46 (s, 6H) , 3. 40-3. 55 (m, 3H) , 3. 85-3. 90 (m, 
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# 



3H), 4. 00 (m, 1H), 7. 84-7. 94 (m, 2H), 8. 08 (d, J=7. 81Hz, 1 J=8. 30Hz, 1H) 

H) , 8. 37 (d, J=7. 32Hz, 1H) , 8. 66 (d, J=8. 79Hz, 1H) , 8. 90 (d, 

7CiR##f ( C 27 H 43 N 5 0 2 S - 4HC1 • 2 H z O t LT) 
tr»ffi: C, 47.44;H, 7. 52;N, 10. 24;C1, 20.74 
47.45 7.56 9.95 20.13 

5 0 2 (M + H) + 

Et OH (5 0ml) 



Sft^tfHl (FAB-MS) m/z 

116 1 

N-i/^n^^i//U;rf^/U-N' - [1- (l-t7^ 
/VTir^vw) b°^U -yy- 4-«< t^*^)^} -Y=7>^ 
-2-Zfrl/-l, 4 - i>T % 1/ 1&mi&<D&f$ i ) N 
- lhv>^-4- [N — ( t -7 b^v^/V^A-) 
-N- (i^ n^^vvl^^vu) T^/] -2-/r- 

[{b2 3 1] 




8 8. 3m 

(TVt-KU 



/^^yvv-^n^ih^ (i o. o g> 
oi), 5 0% ^^/{b^y ^^-ir^-r h 

y^ttM) (12. 0 g) £rTir h^M);V (400m 
1) KftKO^S -Jv^ ^ ]) 

*y trX $;uy^^ j - , 83^, 2279-228 

11 (1961¥) ) iCfpDT^b^N- ( h^V* 
-4-yn^-2-/f^) ^ K (12. 5 
g, 4 4. 6mmo 1 ) CQTi? h^hU/W (200m 
1) HtMTLfc. -**#U U ^ 

«Sr«JEJMIBU iSI:CH 2 Cl 2 (3 0 0ml) . E 
t 3 N (19. 0ml, 13 6mmol) SrJnx.. (B 
oc) 2 0 (24. OmK 10 4mmo 1 ) (OCH 2 C 

1 2 (2 0ml) 8»*lTlfc. 4B*Jf#U WESi 

u AcOEfcaniu tKs fiasiA**-ej5fei^b, n 

y&jVu^Ytfyyj — KtVAcOEt = 9/ 
1) -e»»U SIft^«l^5. 3 3g (2 8. 9%) 



A H-NMR (CDC1 3 , 400MHz) 8 : 0. 86 (br s, 2H) , 1. 00-1. 25 (m, 3 
H), 1. 25-1. 75 (m, 15H), 2. 97 (br s, 2H), 3. 65-3. 90 (m, 2H), 
4. 28 (d, J=5Hz, 2H) , 5. 45-5. 80 (m, 2H) , 7. 72 (dd, J=5 and 
3Hz, 2H) , 7. 85 (dd, J=5 and 3Hz, 2H) 
K&ftVfM (FAB-MS) m/z : 4 1 3 (M+H) 
+ , 4 3 5 (M+N a) + 

i i) N- ( t h^V^/WK—yl') -N- (v^n 



T ^ > 
lit 2 3 2] 



-h7>^"2 -y^>-- 1 x 4-i? 



i ) ■e»fcfb-&46 " 1 . 3 g , 

K?^^— TKfPft (0. 5ml 



3 5 m m o 



1 O. 



1) , 
3 mm o 1 ) 



L7to «IE»ttU CHC1 3 ^D1 ^»ft«r*3: 
U ffi«&«EE»HiU 0. 9 6g (5£fi 

m #fco 

'''H-NMR (CDCI3, 400MHz) 6 :0. 80-1. 00 (m, 2H), 1. 05-1. 30 
(m, 3H), 1. 45 (s, 9H), 1. 30-1. 80 (m, 8H), 3. 00 (m, 2H), 3. 29 
(dd, J=5 and 1Hz, 2H) , 3. 65-3. 90 (m, 2H) , 5. 40-5. 55 (m, 2 
H), 5. 55-5. 75 (ra, 1H) 

i i i) N, N' -tf* ( t -Zf h^isXA'tf^A') - 
N- (^u-^vvl^^A') -N' - [1- (1— r 

lit 2 3 3 ] 




0^ N 



i i) -entcit&Vd (0. 9 6 g> 3. 7 7mmo 
1) , 1- ( 1 -^^vVTir^vV) fcXU v>:x — 4 — 
-f/V^/UTK^rv-T/V^b K ( 1 . 0 6g, 3. 7 7mm 

0 1 ) CH 2 C 1 2 (30ml) EpteJPx.. — 
U/Co aHSit, MCMe OH (4 0ml) SrJp 
X.x TkftTNa BH 4 (0. 29g, 7. 6 7 mm o 
1) ST**., 4«PB«#Ufe 0 «IE«*§U 
CHCl 3 -etttBU Na 2 S0 4 -effiJftb«EE®3BIU 
V!J*yW7^n^h^77-f- (— ^//Ac 
OE t = 5 0/1-2 0/1) T'fifSSU »«»S:0. 
59 6 g#t *i»CEt 3 N (0. 3m K 2. 

1 5mmo 1) , CH 2 C1 2 (20ml) SrJDx., (B 
oc) 2 0*JD*, 3WrlHHM*Lfc 0 WEJMBU i/V* 
Y/VjjyJ^f/zi^Yy?-?^— (^fy/AcOEt 
= 5/2) "C««U *JHffr&tt«r0. 50 g (2 4. 
2%) fflt 0 

1 H-NMR(CDC1 3> 400MHz) 6 :0. 70-1. 00(ra, 2H) , 1.00-1.25 
(m, 3H), 1. 42(s,9H), 1.43(s,9H), 1.30-1.90(0, 11H),2. 55 
-2. 75 (m, 1H) , 2. 80-3. 20 (m, 6H) , 3. 55-4. 90 (m, 4H) ,4.14 
(s, 2H) , 4. 70 (br s, 1H) , 5. 46 (br s, 2H) , 7. 32 (d, J=7Hz, 1 
H) , 7. 42 (t, J=8Hz, 1H) , 7. 40-7. 55 (m, 2H) ,7.77 (d, J=8Hz, 1 
H) , 7. 86 (d, J=8Hz, 1H) , 7. 98 (br s, 1H) 
i v) N — n^^vvu^fvu-N' - [1- ( 1 — 

7^- 2 --s^ry- l , 4 — i^T ^ > 
Mb 2 3 4 ] 
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i i i) VH1ti^¥0 (0. 5 0g. 0. 7 6mmo 
1) £MeOH (20ml) *»MiPx., ftjftit (5m 
1) £«TLfc 0 fflft-C-*!lttt, NtEMRU SI 
ffc&ft&O. 3 1 g (7 5. 7%) #fc 0 

7C*4>«f ( C 29 H 41 N 3 0 • 2 H C 1 
W**lt :C, 66.37 ;H, 8.35 ;N, 8, 
H^jg 66.37 8.27 7. 
S4##HS (FAB-MS) m/z : 

mmm 1 6 2 

N — $/^n^*$//l'^*vl'— N' - [1- (1—^7^ 

-^f y-i, 4 --^r ^ >- 

[ft 2 3 5] 




TtmftVr (C 29 H 41 N 3 0 • 2HC 1 • 
SfJMJ : C, 64. 89;H, 8.41 ;N, 7. 
^SHS 64.31 8.61 7. 

W&frVrm. (FAB -MS) m/z : 

1 6 3 

N-^n^^vvl^^/V-N* - [1- {1—1~7*5- 

>- l , 

i) 4- (rF7tKP-2-t°7^^V) -2- 
zf^s- 1 
Ub2 3 6] 



1 H-NMR(DMS0-d 6 , 400MHz) 6 : 0. 80-1. 00 (m, 2H), 1. 00-1. 2 
5 (m, 4H) , 1. 50-1. 85 (m, 9H) , 1. 90-2. 05 (m, 1H) , 2. 55-2. 85 
(m, 5H) , 3. 08 (t, J=12Hz, 1H) , 3. 59 (br s, 4H) , 4. 05 (d, J=13 
Hz, 1H), 4. 16 (s, 2H), 4. 38 (d, J=13Hz, 1H), 5. 90-6. 00 (m, 2 
H) , 7. 33 (d, J=7Hz, 1H) , 7. 45 (t, J=7Hz, 1H) , 7. 45-7. 55 (m, 2 
H) , 7. 82 (d, J=8Hz, 1H) , 7. 85-8. 00 (m, 2H) , 9. 08 (br s, 2H) , 
9. 20 (br s,2H) 

• 0. 2 5H s O t It) 

00 ;C1, 13.50 

90 13. 82 

4 4 8 (M+H) + 

1 H-NMR (DMS0-d 6 , 400MHz) 6 : 0. 85-1. 00 (m, 2H) , 1. 00-1. 3 
0(m, 5H), 1. 50-1. 90 (m, 8H), 1. 90-2. 10(m, 1H), 2. 63(t, J=l 
2Hz, 1H) , 2. 65-2. 90 (m, 4H) , 3. 08 (t, J=12Hz, 1H) , 3. 68 (br 
s, 4H) , 4. 04 (d, J=13Hz, 1H) , 4. 16 (s, 2H) , 4. 38 (d, J=13Hz, 1 
H) , 5. 85-6. 00 (m, 2H) , 7. 33 (d, J=7Hz, 1H) , 7. 45 (t, J=7Hz, 1 
H) , 7. 45-7. 55 (m, 2H) , 7. 82 (d, J=8Hz, 1H) , 7. 85-8. 00 (m, 2 
H) , 9. 19 (br s, 2H) , 9. 33 (br s, 2H) 



0. 9H 2 0 t Lt) 
83 ;C1, 13.21 
68 13. 87 

4 4 8 (M + H) + 
[ft; 2 3 7] 




0 0 



OH 



2-^>~l, 4-v^-A- (8. 6 1g, 0. 10 
mo 1 ) (O-Jir^^^^W. (3 0 0ml) Id, 3, 4- 
v ; bKn-2H-t > 7>' (8. 41g, 0. lOmo 

i) &£xfMm&<Dmm.m <3«) srso^aa-ci 
wastfc. Rj&m&m*$m$mi- v y 

Sri^y t)tf>v?>7 Ytfyyj— (CHCl 3 / 

MeOH=5 0 : 1-2 0: 1) ^381, MUtS-frfe 
£r 8 . 4 g (4 9%) Wfc. 

*H-NMR (CDC1 3)6 : 1 . 53- 1 . 66 (m, 4H) , 1 . 67- 1 . 89 (m, 2H) , 
2. 01 (br s, 1H) , 3. 55 (m, 1H) , 3. 84 (m, 1H) , 4. 30 (AB q, 
J=16. 3Hz, 2H) , 4. 31 (s, 2H) , 4. 81 (t, J=3. 4Hz, 1H) 
i i) N- [4- (rh7t Kn-2 
is) -2-^V- 1 — f/W] 7? % K 



i ) "C^fcffr&tt ( 3 . 4 0 g , 2 0. 0 mm o 1 ) , 
7^;W^ K (3. 2 4g, 2 2. 2mmol) N *5j: 
U*Ph 3 P (5. 61g, 21. 4 mm o 1 ) CDTHF 
(8 0ml) (C N DEAD (3. 8 3g, 2 2. 0 

mmo 1) *7kftT*Di> Si&ffl^*»Sram-ciww» 

^jx^vl^—yvi, (2 0 0ml) Sr*P^fc 0 WttlBSrS 

%y ^»r7K**y 7k. t&fpj^^TK^^h 

y i>^*W»*5j;tfiS3ftj*ifc*c-ea5i*«, Na 2 so 4 -e 
tt*Ut c »jKSr«ET«*«, ««ESrvy*y/^n 
^Yify7^ — h^/AcOEt=5/l-3/ 
1) -C»«U ««t^*S:3. 6 0g (6 0%) « 

ILft 7 8 - 7 9t 

1 H-NMR(CDC1 3 ) 5 :1. 47-1. 62 (m, 4H), 1. 68-1. 83 (m, 2H), 
3. 48 (m, 1H) , 3. 80 (m, 1H) , 4. 23 (m, 2H) , 4. 50 (t, J=2. 0Hz, 2 
H) , 4. 78 (m, 1H) , 7. 71-7. 78 (m, 2H) , 7. 85-7. 89 (m, 2H) 
i i i) N- (4-fc Kn3r^-2-yfy-l-^ 
M 7$>VJ ^ K 
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Ut2 3 8] 




0 



i i ) -V'&tcit&W ( 3 . 5 3 g , 11. 8 mm o 1 ) 
SrMeOH (15 0ml) l^Px_ x p - h l^/Vftt (1 8 
Omg) SrAPx., ^M"C2. 5B#F^#Lfc 0 KJ^*Sr 
JjffiT*»U S&t-AcOEt (2 0 0ml) £riP;t 

VfifP**toKt?W»caQ}*U. N a 2 s o 4 ^*y* Uto » 
EMU CHC 1 3 -E tOH^bS»ftt«Hft^ 
$&£2. 6 2 g ft 0 
fik&l 5 6- 1 5 9^ 

1 H-NMR(CDC1 3 ) 6 :L 76 (t, J=6. 1Hz, 1H),4. 24 (m, 2H),4. 49 

(t, J=2. 0Hz, 2H) , 7. 74 <m, 2H) , 7. 88 On, 2H) 

i v) 1- (l-t7f;V7tf;V) -4- [ (4-77 

lit 2 3 9] 




*frffc:*-3riMJ (0. 5 8ml, 6. 6mmol)C0C 
H 2 Cl 2 SI (2 0ml) Sr. -7 8t«SlU DM 
SO (0. 55ml, 7. 8 mm o 1 ) £r#Px., 
*C10»FI»#tto N- (4-tKn^>-2-/ 
Ad 7?;WU* (1. 2 9g, 6. Om 
mo 1) <DCH 2 C l 2 «iK (5 0ml) ^ITU £ <b. 
C2 5^B*#tfc. Et 3 N (2, 50ml, 18. 

ommoi) «t«t«* io»tou 4-r^yy 
3vp-i- (1 — j-^/vr-feTvi") tr-^ys^ (2. 

0 g, 7. 0 9mmo 1 ) <DCH 2 C 1 2 «jK (2 0m 
1) SrMTm, £bl£l 5»W«»bfc 0 RJ«»«Sr* 

U MESM8U ^ilCMeOH (5 0ml) 
SrJDx., NaBH 4 (189mg, 5. 0 mm o 1 ) Sr 

fc 0 »aEfc*Sr (3 0 0ml) Sr*Px., CHC 1 3 T?« 
fflU t7k»«N a 2 S 0 4 t(»l,fco ^EE©^ 

U ^i^v'!i^^7A^n-7f^77^- (CH 
Cl 3 /MeOH=30/l-20/l) * 

1 . 3 8 g (4 8%) #fc 0 
1 H-NMR (CDCI3) 6 :0. 95 (m, 1H), 1. 12 (m, 1H), 1. 36-1. 70 (m, 
3H) , 1. 75 (m, 1H) , 2. 50 (m, 2H) , 2. 62 (m, 1H) , 2. 96 (m, 1H) , 3. 
36 (t, J=2.0Hz,2H),3.83(m, 1H),4. 15(s,2H),4. 45 ( t, J= 
2. 0Hz, 2H) , 4. 68 (m, 1H) , 7. 32 (d, J=6. 8Hz, 1H) , 7. 42 (t, J= 
7. 8Hz, 1H) , 7. 51 (m, 2H) , 7. 73 (m, 2H) , 7. 76 (d, J=8. 3Hz, 1 
H),7. 86 (m, 3H),7. 98 (in, 1H) 

v) 1- (l-t7f/UTtf;l/) -4- [N- (4 - 



y$>\"<% K-2-^v-i — (/is) -N- ( t -y 
h^v^^TK^/w) t^/^^] t°^y^v 

[ft2 4 0] 




1 v ) ~e&1t1k&4b ( 1 . 3 7 g , 2 . 8 6 mm o 1 ) 
(^)CH 2 C1 2 M (20ml) f£ (Boc) z O (0. 
6 8 1 g, 3. 1 2mmo 1) *5J;U*E t 3 N (0. 4 
7ml, 3. 4 3mmol) £*Px.^i&-? 3 B$RB»# 

bfco ^a^ttSrttEMRU aaESrvy*y/^*9 

A^u-7h^77>f- (CHCl 3 /MeOH=50/ 

1) -e«SU *Mft£4b*l. 6 2g (9 8%) * 

fco 

^-NMR^DCla) 6 :0. 83-1. 21 (m, 2H), 1. 40(s, 9H), 1. 48-1. 
71 (m, 2H) , 1. 84 (m, 1H) , 2. 61 (m, 1H) , 2. 95 (m, 1H) , 3. 12 (m, 2 
H),75-4. 08 (m, 3H),4. 15 (s, 2H),4. 43 (s, 2H), 4. 67 (m, 1H), 
7. 33 (m, 1H) , 7. 42 (t, J=7. 6Hz, 1H) , 7. 52 (m, 2H) , 7. 70 (m, 2 
H) , 7. 77 (d, J=8. 3Hz, 1H) , 7. 85 (m, 3H) , 7. 98 (m, 1H) 
vi) N- ( t —jf h*f%A'tf=-A') -N' — S^n 
■^^rv'/Mf^-N- [1- (l-t7^7tf/U) 
f-<y c^v- 4 --f/W^^/U] -2-^^-1, 4- 

[ft 2 4 1] 

v) tiffed* (0. 8 2 3 g, 1. 4 2mmol) 
SrEtOH (3 0ml) KJPx.. fc K7^^-*ft* 
(0. 2 1ml, 4. 26mmol) §rJPx.Sifi"C 1 
KI«#L*:. «JE»*§U »CHC l 3 SrHP*., * 
U «*M*EEWBU ^CH 2 C1 

2 (3 0ml) % ^o<tt) ? v'^ r n^^r-y-^/^^/K^r^T/W 
ft F (0. 1 5 9 g, 1 . 4 2mmo 1 ) SriPx.. S 
fi^l 4BWHHf#Lfc. *«E«r«E«*U SSlCMe 
OH (30ml) £rAPx., N a B H 4 (38mg, 1. 
Ommo 1) «r*»Tan*.fc 0 Wfi^ 2B#IH**f s 8L » 
««r«BE«*Lfc. aSEI^Tk* (10 0ml) 
CHCl 3 -CttttlU t«I^iNa 2 S0 4 t s a* 
bfco «JBE»*SU SSS4r>y *?)Vl3 7J»9xi-* Yif 

(CHCl 3 /MeOH=40/l) 

u mmik^mz o . 5 5 8 g (72%) #fc c 

1 H-NMR (CDC1 3 ) 6 :0. 91 (m, 2H),1. 18 (m, 6H),1.44(s, 9H), 
L53(m,4H), 1.70(m, 4H), 1.85(m, 1H),2. 46 (d, J=6. 8Hz, 2 
H) , 2. 64 (m, 1H) , 2. 96 (m, 1H) , 3. 16 (m, 2H) , 3. 38 (s, 2H) , 3. 8 
4(m, lH),4.04(m, 2H),4. 16 (s, 2H) , 4. 70 (m, 1H),7. 32 (m, 1 
H) , 7. 42 (t, J=7. 6Hz, 1H) , 7. 52 (m, 2H) , 7. 77 (d, J=8. 3Hz, 1 
H) , 7. 86 (d, J=7. 3Hz, 1H) , 7. 98 (m, 1H) 
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v i i) N, N* -tfJX ( t -Zf Y^ri/jJjVjS—jV) - 
N-V^a^^/l^^-N' - [l- (1-^:7^- 

2 4 2] 



H),7.98(m, 1H) 

v i i i) N-^n^^VA^^vU-N' - [1- 
(1 --^^/I'Tir^vv) tv<y i/^-4-^/u^^- 

- 2 -^V- 1 , 4 -v^T ^ >- 
[ft24 3] 



Boc 




v i i ) X^fzit&yo (0. 5 5 0 g, 1. 01 mm o 



1 ) <£>CH 2 C 1 2 *gi& (2 0ml) (Boc) 2 0 
(0. 24 Og, 1. lOmmol) ^Mlfflt2 3 

^7A^nvF^77^- (^fy/AcOEt 
= 3/1-1/1) -CfitSSU *J@^^4rO. 593 
g (9 1%) #fc 0 

1 H-NMR (CDC1 3 ) 6 :0.90<m,2H), 1. 16(m,4H), 1.44(s, 18H), 
1. 50-1. 77 (m, 9H) , 1. 84 (m, 1H) , 2. 64 (m, 1H) , 2. 96 (m, 1H) , 
3. 10 (d, J=7. 3Hz, 2H) , 3. 15 (m, 3H) , 3. 82 (m, 1H) , 3. 90-4. 08 
(m, 3H) , 4. 16 (s, 2H) , 4. 70 (m, 1H) , 7. 33 (m, 1H) , 7. 42 (t, J= 
7.6Hz, 1H),7. 52(m, 2H),7. 76 (d, J=8. 3Hz, lH),7.86(m, 1 

7tJjf##f ( C 29 H 39 N 3 0 • 2HC 
ffg^B : C, 66.48;H, 8.00 ;N, 
mWiW 66. 52 8. 01 

IC*##fil (FAB-MS) m/z 

mmm 1 e 4 

N-iX^ ^^:^>v^^^v^'-N , - [1- (1-^7^ 
yvTir^/i-) V iff- 3 — f <f*tV\ -1, 4- 

i) Kn^^f;u-1- ( 1 -^^vUTir^ 

/u) b^y^v 

[fb2 4 4] 



vii) -C#fc{^^ (0. 5 8 6 g, 0. 9 1 mm o 
1) SrEtOH (3 0ml) tvdJOx., (5ml) 

W^mtcO. 4 2 8 g (9 1%) if:, 

214-218t 
1 H-NMR(DMS0-d 6 ) 5 : 0. 96 (m, 2H) , 1. 16 (m, 4H) , 1. 55-1. 88 
(m, 9H) , 2. 00 (m, 1H) , 2. 64 (m, 1H) , 2. 87 (m, 2H) , 2. 96 (m, 2 
H) , 3. 09 (m, 1H) , 3. 95 (m, 4H) , 4. 05 (m, 1H) , 4. 16 (s, 2H) , 4. 3 
9(m, 1H), 7. 33 (d, J=6. 8Hz, 1H), 7. 46 (t, J=7. 6Hz, 1H), 7. 53 
(m, 2H) , 7. 82 (d, J=8. 3Hz, 1H) , 7. 94 (m, 2H) , 9. 57 (m, 2H) , 9. 
69 (m, 2H) 



3H z O £LT) 



1 

8.02 ;C1, 13.53 
8.00 13.60 
: 4 4 6 (M + H) + 

[ft2 4 5] 



0 




^0H 



3-fc: K^v^^vlxfcV^y *J^> (4. 0g. 3 4. 7 
mmo 1) £rCH 2 C 1 2 (100ml) ^i-^Dx., N — 
(1 -^^vWir ^y^gM^K (9. 8 

g, 3 4. 6 mmo 1) OCH 2 Cl 2 (50ml) 

L> MgS0 4 -CSiU ®JEffif§U SS«:'>^ 
W7A^n-7h07^- (CHCl 3 /MeOH 
= 4 0/1) -ef&SSU *Hft^4*jSr7. 88 g (8 
0. 1%) #fc 0 

A H-NMR (CDC1 3 , 400MHz) 6 :1. 10-1. 50 (m, 3H), 1. 60-1. 90 
(m, 2H) , 2. 33 (t, J=7Hz, 1H) , 2. 75-2. 95 (m, 1H) , 3. 20-3. 55 
(m, 4H) , 3. 75-4. 00 (m, 1H) , 4. 10-4. 25 (m, 2H) , 7. 33-7. 58 
(m, 4H) , 7. 68-7. 90 (m, 2H) , 7. 97-8. 06 (m, 1H) 

i i) 1- ( 1 -^y^/^r±^^) 3 - 



&t^^ V ^ (2. 5m K 2 8. 7 mm o 1 ) £C 
H 2 C1 2 (5 0ml) ^H^PX., -78^^ U DM 

SO (3. Oml N 42. 3mmol) OCH 2 Cl 
2 (5ml) ffl»Tlt 15#*&, i) Xmcit^ 
m (5. 5 g, 19. 4 mmo 1 ) <DCH 2 C 1 2 (10 
ml) ^S££r$STLfc 0 15£1£> Et 3 N (8. Om 

1, 5 7. 4 mmo 1) ^P*., \5ftT$®.W Lfc^ ^ 
m^^#fabfCo TK^PXT^L, tii$:MgSO 
4 T^^L, ^J£$g«§U *®ft^£:5. 9g 
ft) #/c c 

^■H-NMR (CDCI3, 400MHz) 6 : 1. 20-2. 55 (m, 5H), 3. 10-3. 40 
(m, 1H) , 3. 45-3. 60 (m, 2H) , 3. 65-4. 00 (m, 1H) , 4. 10-4. 30 
(m, 3H) , 7. 28-7. 57 (m, 4H) , 7. 74-7. 90 (m, 2H) , 7. 93-8. 08 
(m, 1H) , 9. 46 (s, 0. 5H) , 9. 71 (s, 0. 5H) 
i i i) N-^ViM^^^/l^—zU-N' - ( t - 

y h*i/$;\<>7$~;u) -n' - [1- {\—ry^;vr 

-fer^/U) t°-<y ^>--3--f/l^5vKl -1, A-Zf? 
lit 2 4 6 ] 
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N A 0 ~Ph 
H 

i i ) X-ntzitSm ( 3 . 9 g , 13. 0 mm o 1 ) , 
N- ^>*J;vjr*c^*;Vj$~;v) - l , 

(2. 62g, 11. 6mmol),MgS0 4 
(5. Og) CH 2 C1 2 (8 0ml) ^{^Px, — 

ICMeOH (10 0ml) 7k?£T\ N a B H 4 

(1. Og. 26. 4mmol) SrJPxfc. 4R$RI]ffi# 

U *«:«TU tftEEKMU CHC1 3 T*U *f 

(FAB-MS) m/z 

i v) N- ( t h^^/Wtf^V-) -N- [ 1 - 
(1 -^^/vxir^vv) — 

A-] -1, 4-^^7;y 
Mb 2 4 7] 




fCA^Wfit (FAB-MS) m/z 
v) N- ( t — N' 

^S/vV^^vW-N- [1- ( 1 -^:7^vWTir^vi<0 fc° 
^U^V-3-^/W^^/v] -1, 
[ft2 4 8] 




i v ) "CWfcffr&iK) ( 1 . 1 g , 2 . 4 3 mm o 1 ) , 
;V~£*ri/T ^"ft K (0. 3 8ml, 
3. 1 4mmo 1) , Na 2 S0 4 (3. Og) CH 
SC*#Wfit (FAB-MS) m/z 
vi) N, N' -\?7s (t-T'h^^^/fx;!/) ~N 
-v-^ a— ^^/;Mf;^-N , - [1- (1— J^^n/ 
T-fe^A-) t°-<y i^V- 3 — f^*7W] -1, 4-^ 

[fb2 4 9] 

0 

v) t?#fcft*4fc (0. 31g, 0. 5 6 4mmo 

Wft##fffi (FAB -MS) m/z 
v i i) N-i^ n^^i//i^^vu>-N' - [1- (1 

i, 4-y^>-v ? r^> 

[ft2 5 0] 



«asrNa 2 so 4 -e«flku mzwm U 

7A^avh^77^ (CHC 1 3 /Me OH= 2 0 
/l) -C»S!{L > jft#«*5. lg (9 0. 5%) # 
fco #»#«*CH 2 C 1 2 (10 0ml) U 
(Boc) 2 0 (3. 7mU 16. 1 mm o 1 ) £r*D 
X, -#ffi#bfc 0 NtEEttMU V!)5(f^?A^ 
^ h ^9:7-f — (CHC 1 3 /MeOH=5 0/1) "C 
WSiU 5. 27 g (8 5. 4%) #fc 0 

1 H-NMR (CDC1 3 , 400MHz) 6 : 1. 00-1. 85(m, 8H) , 1.44(s,9H), 
2. 40-3. 35 (m, 7H) , 3. 50-3. 80 (m, 1H) , 4. 00-4. 25 (m, 2H) , 4. 
35-4. 70 (m, 2H) , 5. 00-5. 25 (m, 3H) , 7. 20-7. 60 (m, 9H) , 7. 70 
-8. 00 (m, 4H) 
4 8 8 (M + H) + 

i i i ) -Q'&frVC&m ( 1 . 5 g , 2 . 5 5 mm o 1 ) 
MeOH (100ml) fpKUQiL. 1 0% /vv^ 
***** (1. 2g) SrJp*.««**ai7cbfco 
JfcfeU BttftMEMfU *Hfls£«*rl. 1 5 g 

1 H-NMR(CDC1 3 , 400MHz) 6 :1.00-2. 20 (m, 11H), 1.30(s,9 
H) , 2. 40-4. 70 (m, 12H) , 7. 30-7. 60 (m, 4H) , 7. 70-8. 00 (m, 3 
H) 

4 5 4 (M + H) * 

2 C1 2 (3 0ml) ^IdPi, -3t»#bfc 0 ^F»«lSr 
«*U **££«£JE«I§U »MeOH (5 0m 
1) £r*OX., 7k^T> N a B H 4 (0. 3g, 7. 93 
mmo 1) SrJp*., 4B*fWflH$bfc 0 7KSr*Dx.> flfSJEES 
»U CHC1 3 T«U Na 2 S0 4 -CKM, ®J£ 

(CHC 1 3 /MeOH=5/l) tSSl, *«ffc-& 
%£r0. 3 2g (2 3. 7 %) #fc c 
X H-NMR (CDC1 3 , 400MHz) 6 :0. 80-1. 80 (m, 20H), 1. 45 (s, 9 
H) , 2. 20-4. 75 (m, 14H) , 7. 30-7. 60 (m, 4H) , 7. 70-8. 05 (m, 3 
H) 

5 5 0 (M + H) + 

1) , Et 3 N (0. 5ml, 3. 59m^l) £:CH 2 
Cl 2 (5ml) »t>U:iDx.. (Boc) 2 0 (0. 3m 
U 1. 3 1mmol) SrJPx., — mmMWL>fr<> ®JBE 

sbbu ^^y^^7A^D-7h^77^- 

(CHC 1 3 ) -CffiSSU «H^»«r0. 1 7 9 g 

(4 8. 8%) ?#fcc 
1 H-NMR (CDC1 3 , 400MHz) 6 :0. 80-1. 85 (m, 38H) , 2. 30-3. 30 
(m, 1 1H) , 4. 10-4. 30 (m, 2H) , 4. 44-4. 70 <m, 1H) , 7. 25-8. 05 
(ra, 7H) 

6 5 0 (M + H) + 




v i ) -Cft^i-ft'&ft (0. 179 g> 0. 275mmo 
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1) SrMeOH (20ml) ftcftlx., (5 m 

i) «r«Tu 4tifmm&istc 0 atEMtu mmik& 

VO&O. lOg (6 7. 6%) #fc 0 

212-215t 
1 H-NMR(DMSO-d 6 , 400MHz) 6 :0. 80-1. 00 (m, 2H), 1. 00-1. 50 

TtmftVT ( C 30 H 39 N 3 O • 2HC 1 
: C, 64.64;H, 8.64 ;N, 7. 
UStfl 64.67 8.67 7. 

ft5)« (FAB -MS) m/z : 

mmm 1 e 5 

N-^ n^^A^^vi^-N' - [1- (1— 
yur-fe^w) fc^y 2 —>( - l , 4- 

i) N- [4- [N- ( t h^V^/U^/U) -N 

^ K 

[ft 2 5 1] 




i/^ t2/\^r>//uy f;V7 5: >- (14. Og. 12 4mm 
ol) , Et 3 N (20. OmK 143 mm o 1 ) Sr 
CH 2 C 1 2 (15 0ml) *^P;L, N- (4 -^*^e 
SS##HI (FAB-MS) m/z 

i i) N— ( t —7 b^vofrA-^^/V) — N — v^u^ 
^v'/V^A'-l, 4-^>'v ? T^ 

[ft2 5 2] 



^T4. 0 g. 



i) -Q%fL\\&fyTTA . Og, 9."'ff5mmol) £rE 
tOH (12 0ml) ^i^ftlx.. t K7^V-*ft* 

«fi##ffil (FAB -MS) m/z 
i i i) N, N' -hr* ( t -^h^^A^—yv) - 
N-i/^n^^^;^^;v-N' - [1- {l—T?^ 
;W7t^) P v>>-- 2 — f/U;* ^vw] - 1 , 4 - 

[ft 2 5 3] 




i i ) V&tcik&W (O. 70g, 2. 46mml) , 
1- (l-^-^^UTir^/V) fcXU 2 
^^i^T^t K (1 . 3 4 g, 4. 7 6mmo 1 ) , 
Mg S0 4 (1. 0 g) £CH 2 C 1 2 (30ml) *p\C 

M8U »MeOH (4 0ml) SrftJx.. tK^TN 
Stft#*rffi (FAB-MS) m/z 
i v) N-v'^ P^^rV/V^ 7vU— N f - [1- (1- 



(m, 3H), 1. 55-2. 10 (m, 13H). 2. 50-3. 00 (m, 8H) , 3. 10-3. 50 
(m, 4H) , 3. 80-4. 00 (m, 1H) , 4. 15-4. 40 (m, 3H) , 7. 30-7. 40 
(m, 1H) , 7. 45 (t, J=7Hz, 1H) , 7. 50-7. 60 (m, 2H) , 7. 82 (d, J=9 
Hz, lH),7.90-8. 00 (m, 2H) 

• 0. 5H 2 0 t Lt) 

80 ;C1, 14.47 

81 14.50 

4 5 0 (M + H) * 

-7 s ? As) % Y ( 3 4 g , 121 mm o 1 ) CDC 

H 2 C1 2 (15 0ml) mSteWftr?, -B?FfltSTl 

ft 0 -f$mm&vtz'&, asjEjsssu dmf ooom 

1) , Et 3 N (20ml) Srftlx., 8 0^2^^ 
Wlstc 0 Et 3 N (2 0mK 14 3mmo 

1), (Boc) 2 0 (3 7ml, 161mmol)£r 

ma. sjEEjgaiu AcOEt-c»ffl 

Kty/AcOEt = 9/i) T**ftKU *Sft^ 

$j£:16. 8g (3 3. 5%) #fc 0 
1 H-NMR (CDC1 3 , 400MHz) 6 :0. 75-1. 00 (m, 2H), 1. 10-1. 30 
(m,2H), 1.42(s,9H), 1.40-1. 80 <m, HH),3.00(br s, 1H), 
3. 20 (br s, 1H) , 3. 70 (t, J=7Hz, 2H) , 7. 70-7. 80 (m, 2H) , 7. 8 
0-7. 90 (m, 2H) 
4 15 (M + H) + 

( 1 . 6 m K 3 3. O mm o 1 ) £ri@T U 
^Ji^bfc 0 ttEHHMU CHC l 3 «rfll;U ^FJBM&Sr 
«*U fflffi£iSffiR*§U «IBft-fr»*r2. 6 3 g 

(^fi«j) #/c 0 
^-NMR (CDC1 3 , 400MHz) 6 :0. 80-1. 75 (m, 13H) , 1. 44 (s, 9H, 
Boc) , 2. 00-2. 55 (m, 3H) , 2. 79 (m, 1H) , 3. 01 (m, 1) , 3. 16 (m, 1 
H) 

2 8 5 (M+H) + 

aBH 4 (0. 36g, 9. 51 mm o 1 ) &1)Uz_ft 0 
SI&-C2«fK«J$U ***Dx., «£E»*IU CHC1 
3 -C»WU MgS0 4 t?R«U «BEg*§Lfc 0 
->y*^7A^ovh^77^- (CHCI3/M 

eOH=2 0/l) t»8U »«**0. 64gj| 
fc 0 *»ttft*CH 2 C 1 2 (15ml) ^IcAPpL. E t 
3 N(0. 25ml, 1 . 79mmol), (Boc) 2 
O (0. 4ml, 1. 7 4mmo 1) Srftlx.. 30$^Jg 
ftLtZo «'JE«*BU «^y^W7A^nvl> 

(^fy/AcOEt=5/l~3/l) 
-CWSU «Bft*4fc*0. 4 12g (2 4. 8%) # 

A H-NMR (CDCI3, 400MHz) 5 :0. 75-1. 00 (m, 2H), 1. 00-1. 75 
(m, 27H) , 2. 60-5. 50 (m, 13H) , 7. 20-7. 55 (m, 4H) , 7. 76 (d, J= 
8Hz, 1H), 7. 80-7. 85 (m, 1H), 7. 85-8. 05 (m, 1H) 
6 5 0 (M + H) + 
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i, 4-^y^T?y 1S1 

Hfc2 5 4] 

co"H — .~o 

i i i ) T*»fcffc<frtt (0. 3 9 7 g , 0. 61 mm o 
TtmftVr ( C 29 H 43 N 3 0 • 2HC 
ffgffi : C, 62.35;H, 8.84 ;N, 
HfMfi 62. 08 9. 16 

«ft##fffi (FAB-MS) m/z 

16 6 

2-:/^^-N-S✓*^^*i//^*^■A'-N , - [1- 

i) 2- [ (2, 2-v?7< h3-» ^A-] -^U->-~ 
[ft2 5 5] 




3-^7/yp/^-;v ^^f;vrt^-;w (3. 2 
7g, 25. 3mmol) &THF (100ml) 

A-y^A (1. 6SS ^i*"^**) (18mK 
2 8. 8mmo 1) ^iTU 11^1 5M#t 
ft 0 1 — ^u^^fls (3ml, 2 8. Ommo 1 ) £ 

A*JWK«rlP*., CHClg-ettfflU ->y^^u^9 
A^n-^h^^^^— (^fy/AcOEt = 7/ 

i) -c*SS!U »ttfe^LTtift^»^3. 4 i g 
( 7 3 %) ntco 

^-NMR^DCla, 400MHz) 5 :0. 93 (t, J=7. 3Hz, 3H), 1. 3-1. 7 
(m, 6H) , 1. 81-1. 91 (m, 2H) , 2. 6-2. 75 (m, 1H) , 3. 37 (s, 3H, 0C 
H3) , 3. 39 (s, 3H, 0CH3) , 4. 56 (dd, J=7. 3 and 4. 4Hz, 1H) 

i i) 2 - [ (2, 2-i>* h*i/) ^)V\ ^^rV/U 
T ^ > 

Hb2 5 6] 




i ) -eH-fcflS-frfc (1. 79g, 9. 68mmol) * 
THF (35ml) if"fc:«*U ?K^T, L i A 1 H 4 
(5 0 7mg, 13. 3mmo 1) Wg"C2 
BJWlfCo JbCLiAlH 4 (5 0 4mg, 1 

3. 3mmol) Sril^P U 2. 5«flW«#Ufc. 1* 

lMCHCi 3 -ett(iiu ffiftAJfoK-eaa*. Na 2 s 



1) SrMeOH (2 0ml) tpiOJUx^ (5m 
1) SrjBTU Lfc. ttESffiU «s 

ik&M&O. 2 5 6 g (7 4. 8%) »fc c 
x H-NMR(DMSO-d 6 , 400MHz) 6 :0. 80-1. 00 (m, 2H), 1. 10-1. 40 
(m, 4H) , 1. 55-1. 85 (m, 15H) , 2. 60-5. 00 (m, 13H) , 7. 82 (d, J= 
8Hz, 1H) , 7. 85-7. 90 (m, 1H) , 7. 95-8. 05 (m, 1H) , 8. 45-9. 05 
(m, 4H) 

1 • 2H z O t LT) 

7.52 ;C1, 12.69 

7.11 13.54 

: 4 5 0 (M + H) * 

1 . 4 O 1 g (77%) #fc 0 

X H-NMR (CDC1 3 , 400MHz) 6 :0. 90 (t, J=6. 8Hz, 3H), 1. 2-1. 8 
(m, 1 1H) , 2. 64 (d, J=5. 4Hz, 2H) , 3. 31 (s, 3H, 0CH 3 ) , 3. 32 (s, 
3H, OCH3) , 4. 47 (t, J=5. 9Hz, 1H) . 

i i i) N- ( t — h^V^/M^/W) -N-iX^u 
^^rV^yf/V- 2 - [2- (2, 2-v^h3rv') ^ 

Mb 2 5 7] 




i i ) -e#7t^^^) ( 1 . 4 O g , 7 . 4 1 mm o 
1) . is* n-s^fy^/U/K^rv'r/UTt K (1. Om 
1,8.2 7mmo 1) $rCH 2 Cl 2 (60ml) 
)SU MgS0 4 (0. 7g) ill, 9GSMW 

SrMeOH (4 0ml) Kjgfl?U flcfiTF* N a B H 4 

(0. 56g, 14. 7mmo 1 ) *^*<5o*n^., S 
1T14NfPTOUc 0 £<bKl, 7k^T> NaBH 
4 (0. 13 5g, 3. 6mmol) ^>i^oi)Dt 
*»T7B#IB»#Lfco *Sr*Bi. «BE»ttb, CHC 
l 3 TtttUU tlWitaft*!*^ Na 2 S0 4 

(CH 2 Cl 2 /MeOH=6/l) "C3j# 
ML, tttttt&l. 84 1gWc 0 *Wft^CH 2 C 
1 2 (7 5ml) iC»»U fcftiT (Boc) 2 0 (2. 
1 1 g, 9. 6 8mmo I) , Et 3 N (1. 35m 
1, 9. 7 0mmol) grJDx., i^T, 2 2 B*|fflS# 
U/do (Boc) a O (2. 16g, 9. 90m 

mol) , Et 3 N (1. 00ml, 7. 19 mm o 
1) SrJP*., *»T. 4 Bm««sLfc. S«««rtt£E« 
SSL. aSESr^y h^9:7^- (— 

drfy/AcOEt = 8/l) -CWMU «»fc^tt«r 
1 . 6 3 g (65%) »fc. 

^-NMRtCDCls^OOMHz) 6 :0. 85-1. 75 (m, 22H) , 1. 44 (s, 9H, 
Boc), 1.83 (m, lH),2.9-3. 15(m, 4H), 3. 28(s, 3H) , 3. 30 (s, 
3H),4. 43 (t, J=5. 9Hz, 1H) 
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Stfi#*Hi£ (E I -MS) m/z : 3 8 5 (M) + 
i v) 3- [N- (t--7h*f*fr&~M -N—> 

U£2 5 8] 



i i i ) -C#fcfb^ (1. 579g, 4. 09mmo 
1) irTthV (4 0ml) «SU US 

Wfi#W<fi (FAB-MS) m/z 
v) N, N* - ( t h^r^/VTp^/U) -2-^ 
/V-N-i/^ n^vvu^A'-N' - [l- ( 1 ~^ 
;7^A-Tir^A') i^V- 4 -4^^ ^A-] - 1 , 

Ut 2 5 9 ] 



i v) (0. 8 1g, 2. 3 8mmo 

1) , 4-T^/^A—l- (l-^^^/PTir^ 
AO fcT^y (0. 6 8 g, 2. 4 Ommo 1 ) £:C 
H 2 C 1 2 (30ml) fclgSWU MgS0 4 (235m 
g) SriOx.. MT, 1 6i*inaH*Lfco ****** 
U MtfKSrMESffiUft:. MSrMeOH (4 5ml) 
l:8#U *»T>NaBH 4 (0. 2 0g, 5. 13 
mmo 1) Sr^*<5oiPx., S1T5. 5«fM8H*U 

KS##Hfi (FAB-MS) m/z 
vi) 2 -:/^^-N-V^ n^^^/i^^A—N' - 
[1- (1 -^^A'Tir^A-) fc?-<y v>>--4 — fA< 

Hfe:2 6 0] 



o 

00 



O H 

r 



:~0 



v) -^fcft-fr* (0. 97g, 1. 3 7mmol)£r 
E t OH (15ml) fc*»U Sifttt (5ml) SrJn 
5tiff##r ( C 33 H 51 N 3 0 • 3HC 
trJSffi : C, 62. 42 ;H, 8.92 ;N, 
HHMS 62. 70 8. 99 

Kfi^Wft (FAB-MS) m/z 

H160IJ 1 6 7 

N-f ^ o ^^r V/i/^ f N - ^ f /u- N ' — [ 1 — 
(1 -—ry^^Tt^^) tf^y ^V-4—fA'^ 

A-] -1, 4-^^T;yMtoM 
i) N- ( t b^r^A'/tf— AO -N' -v^ 



(8. 2ml) SrJn*., tfflT2»ffljH$Lfc«, 5 0 
^T*lB#Rflig#L/c 0 7kftT\ 1^5£^tty-^7k^ 
» (8ml) SrJD^T^lPL, j^JE®*gbfc 0 TfcSrJQ 
X., CHClaTSaiU t&fP^7K^#. Na 2 SO 

n-^ h^:7^ — h^rty/AcOEt=6/l) "C 
»«U glft^^rO. 8 3 6 g (6 0%) #fc 0 
X H-NMR (CDC1 3 , 400MHz) 6 :0. 8-0. 95 (m, 5H), 1. 05-1. 35 (m, 
9H) , 1. 42 (s, 9H, Boc) , 1. 5-1. 7(m, 6H) , 2. 25-2. 4 (m, 3H) , 
2. 85-3. 2 (m, 4H),9. 69 (s, 1H) 
: 3 4 0 (M + H) * 

7t 0 aStt^TKSrJDi. MEftRU CHCl 3 ffJtti 
U *«JBSriSSJftltek-e8fc», Na 2 so 4 tm 

^— (CH 2 C 1 2 /MeOH=2 0/1) "CWMU 
jRft&O. 88g*#fc 0 *ft«**CH 2 Cl 2 (2 5m 

1) tCjgfllU (Boc) 2 0 (0. 88g, 1. 45 
mm o 1 ) „ Et 3 N (0. 30ml, 2. 1 7 mm o 

1) SrJPx.. ii&T, 1 3«rH!*#Ufc. susm^nm 

(CH 2 C 1 2 /Me OH=4 5/1) -Cf&SUU WMit 
1 2 g (Jg*«j) »fc c 
^-NMRfcDClg, 400MHz) 6 :0. 8-0. 95 (m, 5H), 1. 15-1. 35 (m, 
10H), 1. 44 (s, 18H, 2Boc), 1. 55-1. 9(m, 13H), 2. 6-2. 7 (m, 1 
H) , 2. 9-3. 25 (m, 7H) , 3. 84 (d, J=14. 2Hz, 1H) , 4. 16 (s, 2H) , 
4. 71 (br, 1H) , 5. 30 (s, 2H) , 7. 32 (d, J=6. 8Hz, 1H, Ar) , 7. 42 
(t, J=7. 6Hz, 1H, Ar) , 7. 47-7. 56 (m, 2H, Ar) , 7. 77 (d, J=7. 8H 
z, 1H, Ar) , 7. 87 (d, J=7. 8Hz, 1H, Ar) , 7. 98 (br, 1H, Ar) 

: 7 0 6 (M+H) + 

1) £#nx., sit, 2 4mmm&i>iz'&. 4 5t:-e3 

8 7 g (99%) »fc 0 

1 H-NMR(CDC1 3 , 400MHz) 6 :0. 9-2. l(m, 27H), 2. 75 (m, 1H), 
2. 85-3. 2 (m, 9H) , 4. 06 (d, J=12. 7Hz, 1H) , 2. 6-2. 7 (m, 1H) , 
4. 23 (s, 2H) , 4. 62 (d, J=12. 2Hz, 1H) , 7. 33 (d, J=6. 8Hz, 1H, A 
r) , 7. 43 (t, J=7. 6Hz, 1H, Ar) , 7. 47-7. 55 (m, 2H, Ar) , 7. 79 
(d, J=7. 8Hz, 1H, Ar) , 7. 88 (d, J=8. 3Hz, 1H, Ar) , 7. 99 (d, J= 
8. 3Hz, 1H, Ar) 

1*1.1 H z O t LT) 
6.62 ;C1, 16.75 
6.30 16.81 
: 5 0 6 (M + H) + 

^vu-N- [1- (l-+7f;i/7tf;u) fc° 
-1, 4-:/^>v>T^ >- 

[ft26 1] 
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0 



1201 i i) <Dft&m, -rt£t>h 4- [N- 

(0. 9 0 g, 2. Ommo 1 ) £rCH 2 C 1 
2 (8ml) KSflSU ^n^*^;M^7 ^ ^ 
(0. 2 6ml, 2. Oramol) «Di, iMT, 
2. 5B*IW»#Lfco ffiSil, SS^rMeOH (1 
0ml) liS^U *»T, NaBH 4 (0. 15 
g, 4. Ommol) SrJDx., ^iT> 14B*fB«#L 
WMftffim (FAB-MS) m/z 
i i) N- (t-^h^fi/^/U/K^/W) — N* -i^n 
^ri'A'^A'-N' -^A—N- [1- 

f-A'T-t'f-A') tr^< y i^v- 4 — r a^ ^-a/i -1,4 

[ft 2 6 2] 

0 

(0. 4 O g, 0. 7 1 mm o 1 ) Sr 
»*$MFHtt (FAB -MS) m/z 
i i i) N — is? u^3ci//\s?i^/U—N — p^A^-IM' 
- [1- (l-t7f;i/Ttf;v) t 0 ^yv J y-4--i' 
a^^-aO-i. 

[ft 2 6 3] 



) -c#fcft^ 




fc 0 7k**0^> «EE»*8U CHCl 3 -C)4fflU 

Na 2 S0 4 *CSM, MEMRU m 
jfiSrt^y XtfjVjjJJxtu^ h^77-{- (CH 2 C1 2 
/MeOH=l 2/1-7/1 ) ^Sft^ 
%;£rO. 5 1 g (4 7%) #*: 0 

1 H-NMR(CDC1 3 , 400MHz) 6 :0. 85-1. 0(m, 3H), 1. 1-1. 3(m, 4 
H), 1. 42 (s, 9H, Boc), 1. 45-1. 6(m, 5H), 1. 6-1. 85 (m, 8H), 
1. 9-2. 4 (m, 2H) , 2. 45-2. 7 (m, 4H) , 2. 78 (m, 1H) , 2. 9-3. 2 (m, 
5H) , 3. 85 (d, J=12. 7Hz, 1H) , 4. 16 (s, 2H) , 4. 70 (m, 1H) , 7. 32 
(d, J=6. 8Hz, 1H, Ar) , 7. 42 (t, J=7. 6Hz, 1H, Ar) , 7. 47-7. 56 
(m, 2H, Ar) , 7. 77 (d, J=8. 3Hz, 1H, Ar) , 7. 87 (d, J=8. 8Hz, 1H, 
Ar), 7. 98 (br, 1H, Ar) 

5 5 0 (M+H) + 

Me OH (2 0ml) (CgjgU g$(:{tot, iflJRIO 
3 7% afcA/^y>\ ilPJcONa BH 4 ^rfflV>T^ 

3vWbU *«fbfr**:0. 4 1 7 g (5££W) nit 0 
X H-NMR (CD 3 0D, 400MHz) 6 : 1. 41 (s, 9H, Boc), 0. 75-1. 9(m, 2 
OH) , 2. 15-2. 45 (m, 5H) , 2. 61 (m, 2H) , 2. 9-3. 1 (m, 3H) , 3. 15 
(m, 2H),3. 48 (s, 1H),3. 84 (d, J=13. 2Hz, 1H),4. 16 (s, 2H), 
4. 69 (m, 1H) , 7. 32 (d, J=6. 8Hz, 1H, Ar) , 7. 42 (t, J=7. 8Hz, 1 
H, Ar) , 7. 47-7. 56 (m, 2H, Ar) , 7. 76 (d, J=8. 3Hz, 1H, Ar) , 7. 
84-7. 87 (m, 1H, Ar) , 7. 98 (m, 1H, Ar) 

5 6 4 (M + H) + 

i i ) -C#fcft-£^ ( 0 . 41g, 0. 7 3mmol) 
^EtOH (10ml) \zmML>. (1ml) £: 

mx-xmwi^ «JE«*§U SBBft^»S:0. 2 7 g 
(8 0%) #fc 0 



yzmfttif ( C 30 H 45 N 3 O 



2. 2 

l+^t : C, 59. 54 ;H, 8.99 ;N, 
H®Hfi 59. 46 8. 95 

WmfrVtm (FAB -MS) m/z 

N-i/^p^^i/;Mf^-N' — ^^A — N ' - [1 
- (l-t7f;i/7tf/i/) tf^JJSJv-4 — {/V**? 
/W] -1, 4-7? l/i/T % V &^&CD^/& 
i) 4- [ [N- (4-fc Ko^^v) -N-^^- 

^] r^^fyv] -1- (i-t7^rtf^) tr 

[ft 2 6 4] 



OH 



4- [N- (4-Tir h^ri/y^yu) 7 ^ 7 * ?vu] 



HC 1 • 3. 4H 2 0 £ It) 

6.94 ;C1, 12.89 

7. 33 12. 97 

: 4 6 4 (M+H) + 

1- (1 -t7f;U7tf;i/) txy^y (2. 2 9 
g, 5. 7 8mmo 1 ) £rM e OH (3 0ml) tejgfl? 
U 3 7 % 7JVW y^(0. 84ml, 11. 12m 
mo 1) SrJPx., SIT, 3. 5B#M»J£fL^o 7k?£ 
T, NaBH 4 (0. 46g, 12. 0 3mmo 1 ) & 
ilT, 18WffU, #U£*tffiU Tkft 
T\ TKSriPA., CHCl 3 TttttlU *"«S£rfi&*n:fclS 
*-Cft». Na 2 S0 4 T8i, «EE«*SU Sjfi&Me 
OH (20ml) l£jg»U ££g£#y?A (0. 76 
g, 5. 5 1mmol) SrflljL, IftT, 2«p|B»j$L 
fc c U NHKlClfflt (1ml) SrSPiT* 

?yy>{— (CH 2 C 1 2 /Me OH= 7/1) -CfiJSS 



-77- 



U «JBffr&4»* 1 . 3 7 g (6 4%) ntto 
^-NMRCCDC^, 400MHz) 6 :0. 9-1. 05 (m, 1H), 1. 05-1. 2 (m, 1 
H) , 1. 66 (m, 4H) , 1. 78 (d, J=l 1. 2Hz, 3H) , 2. 04 (s, 2H) , 2. 46 
(d, J=5. 4Hz, 2H) , 2. 63 (t, J=12. 2Hz, 1H) , 3. 48 (s, 3H) , 3. 5 

mmftvtm (fab-ms) m/ z 

i i) 4- [N-^A—N- (4-^^ry^^) T 
^ / * - l - ( l -t7f/i/7tf;u) V<< ]) v> 

[ft 2 6 5] 




tfrffc^f- y/^(0. 37ml, 4. 30 mm ol) (D 
CH 2 C1 2 »« (9ml) ST/i^vSttlfcT, -78t 
(C?ftaibfCo DM SO (0. 6 1ml, 8. 64mmo 
1) ©CH 2 C1 2 88(2. 6ml) ^lO^WK 

^ (0. 6 5 g, 1 . 7 6mmo 1 ) ©CH 2 C1 2 }g}& 
(5ml) £1 5#raa>ttT«TL;fc:«. ^0££2B$ 
R0«#L*: e Et 3 N (2. 0ml, 14. 4 mm o 

1) SriP;ifc«, *i&fc#M&U 3 0 bfc 0 * 

SrlPx, CHC 1 3 -C}*ttJU ffifPA«7K-e«Sfe#, Na 2 
S0 4 "C»> MEWffU flWTb^tttrO. 5 6 g 

( 8 7 %) #/c 0 
1 H-NMR (CDC1 3 , 400MHz) 6 :0. 85-1. 0(m, 1H), 1. 05-1. 15 (m, 
1H), 1. 15-1. 8(m, 5H), 2. 13 (s, 3H), 2. 1-2. 4(m, 2H), 2. 4-2. 
5 (m, 1H) , 2. 6-2. 8 (m, 2H) , 2. 8-2. 9 (m, 2H) , 2. 93 (t, J=l 1. 2H 
z, 1H), 3. 83 (d, J=13. 7Hz, 1H), 4. 16 (s, 2H), 4. 65-4. 75 (m, 1 
H) , 7. 32 (d, J=7. 3Hz, 1H, Ar) , 7. 42 (t, J=7. 6Hz, 1H, Ar) , 7. 4 
9-7. 56 (m, 2H, Ar) , 7. 77 (d, J=8. 3Hz, 1H, Ar) , 7. 86 (d, J=8. 3 
Hz, 1H, Ar) , 7. 99 (d, J=8. 3Hz, 1H, Ar) , 9. 74 (s, 1H, CH0) 

i i i) N— (t -^h^io&A^— J>V) — N-v^a 
^^vvW^W-N' -*f)V- N' - [1- ( 1 

mm>*hk (fab-ms) m/z 

i v) N — i/& P-^^rv';^ 5vW— N' — jt^/U— N' 
- [1- (1 -^^A-T-tr^viO fcv<y 4 — f 

/^y^]-i, 

[ft2 6 7] 



i i i) 




6(m, 2H), 3. 87 (d, J=13. 2Hz) , 4. 15 (s, 2H), 4. 71 (d, J=13. 2H 
z) , 7. 31 (d, J=6. 8Hz, 1H) , 7. 41 (t, J=7. 8Hz, 1H) , 7. 47-7. 55 
(m, 2H, Ar) , 7. 76 (d, J=8. 3Hz, 1H, Ar) , 7. 86 (d, J=8. 3Hz, 1 
H, Ar) , 7. 97 (d, J=8. 3Hz, 1H, Ar) 
3 6 9 (M + H) + 

y^/VT±^^) fc^y v^-4 — <>V*^;v\ -1, 

lit 2 6 6 ] 




( 0 . 2 2 g , 0 . 3 9 mm o 
Tcmfttir ( C 30 H 45 N 3 0 -2.2 
fr*<6 : C, 60. 26 ;H, 8.97 ;N, 
HKffl 60. 62 9. 10 

Wft#tffffi (FAB-MS) m/z 

16 9 

N-^>^ D^^ix/Vpt^/W-N, N * -^^^/U- [1 



1 i ) "C#fc?E'&* ( 0 . 5 6g, 1. 5 2mmol) 
«:CH 2 C1 2 (10ml) \Z.mML>s i/?u^*i//i>* 
^;VT 5:^(0. 20ml, 1. 52 mm o 1 ) &1)U 

MT, 3. 5WimM*Lfc. £i/£tt«r»tE«l8 
U »MeOH (15ml) SryfJBx., 7k?frT\ Na 
BH 4 (0. 12g, 3. 05 mm o 1 ) ^Dx. 
~K 2 ItifffimnVfCo *&*D;tT«ffi»«U CHC 

iCCH 2 Cl 2 (20ml) £*Px. (Boc) 2 0 
(0. 2 6 g, 1. 1 9mmo 1 ) SriPa:, 4 

/Uft^J*? w*? h^^^^— (CH 2 C 1 2 /Me OH = 

2 0/1) "C«»U «JH^b-&»SrO. 23 g (2 7 

%) #fco 

^-NMR^DClg, 400MHz) 6 :0. 85-1. 0(m, 4H), 1. 0-1. 25 (m, 5 
H), 1.39-1. 69 (m, 10H), 1. 43 (s, 9H, Boc), 1. 79 (d, J=13. 7H 
z, 1H) , 2. 64 (m, 1H) , 2. 94-3. 00 (m, 3H) , 3. 14 (m, 2H) , 3. 83 
(d, J=14. 2Hz, 1H) , 4. 15 (s, 2H) , 4. 69 (d, J=13. 7Hz, 1H) , 7. 
32 (d, J=6. 8Hz, 1H, Ar) , 7. 42 (t, J=7. 6Hz, 1H, Ar) , 7. 47-7. 5 
5 (m, 2H, Ar) , 7. 76 (d, J=7. 3Hz, 1H, Ar) , 7. 86 (d, J=7. 3Hz, 1 
H, Ar) , 7. 98 (d, J=8. 3Hz, 1H, Ar) 

: 5 6 4 (M + H) + 

1 ) ^EtOH (15ml) ICjgflfU (1 m 

1) ^DittffL, mkehhu mmfc&fa&o. 2 

1 g (89%) mtc 0 

X H-NMR (CD 3 0D, 400MHz) 5 :1. 0-1. 4(m, 9H), 1. 65-1. 9(m, 10 
H) , 2. 15 (m, 1H) , 2. 75-3. 25 (m, 9H) , 3. 30 (s, 3H) , 3. 59 (q, J 
=6. 8Hz, 1H) , 4. 05 (m, 1H) , 4. 23 (s, 2H) , 4. 6 (m, 1H) , 7. 33 (d, 
J=6. 8Hz, 1H, Ar) , 7. 43 (t, J=7. 6Hz, 1H, Ar) , 7. 45-7. 55 (m, 2 
H, Ar) , 7. 79 (d, J=8. 3Hz, 1H, Ar) , 7. 88 (d, J=7. 8Hz, 1H, Ar) , 
7. 99 (d, J=7.8Hz, 1H, Ar) 
HC 1 • 3H z O t Lt) 

7.03 ;C1, 13.04 

6. 74 12. 97 

: 4 6 4 (M + H) * 

- ( 1 —f7l-/\'T*t^;V) t°-<y^^-4 — </V**f- 
>V\ -1, 4 -Zf$ lsi?T % S 
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lit 2 6 8] 

JilSflll 6 BCD i v) (Dft&m (0. 2 6g, 0. 4 7 
mmo 1 ) £rMe OH (15ml) K^ftlU 3 7% 
/JvU-e 1^^(0. 14ml, 1. 89 mm o 1 ) £r#P 
X_x S^Pflm^U^C^. N a B H 4 (0. 0 6 

g, 1. 5 8 mmo 1) SriD^^iaT, 14. 5 B$Ffl 
jg#Lfc 0 «J£SMeLfc«, CHCl 3 t« 

WU Na 2 S0 4 t?m SUBRJffiLfco ^S*^y 
^y^7^^o*7f^77^ (CH 2 Cl 2 /MeO 
H=10/l-6/l) "CfiMSU N-S^n-^iz/U 
^^VV-N, N' -Vt^/V- [1- (l-^^/VT 
ir^vv) fcV<y i/>-~4 --f A-^^vU] -1, 4— 79 
V^T^ £0. 21 g (8 7%) #fc c 1 i£g£ 
-EtOHgl (4ml) tMSSStfi^U 

gfe^C 2 5 6-2 5 9t 

1 H-NMR (CD 3 0D, 400MHz) 6 :0. 85-1. 9(m, 19H), 2. 1-2. 2 (m, 1 
H) , 2. 75-3. 3 (m, 10H) , 2. 86 (s, 3H) , 2. 87 (s, 3H) , 4. 0-4. 1 
(m, 1H) , 4. 22 (s, 2H) , 4. 62 (d, J=l 1. 7Hz, 1H) , 7. 32 (d, J=6. 8 
Hz, 1H, Ar) , 7. 43 (t, J=7. 3Hz, 1H, Ar) , 7. 46-7. 53 (m, 2H, A 
r) , 7. 79 (d, J=7. 8Hz, 1H, Ar) , 7. 87 (d, J=8. 8Hz, 1H, Ar) , 7. 9 
jtmftVf ( C 28 H 42 N 4 0 -5.1 
f+3HI : C, 49.34;H, 7.70 ;N, 
HRffi 49. 51 7. 42 

K*##Hfi (FAB-MS) m/z 

SUM 1 7 1 

[1- fc^y^-4 — <;v 

* ^] - 1 , 4 >"^7 >- l&KiSco^ 

i) N-'O'W /V^^rv—N' - (t-^h^r^^ 
/jfn/w) -N' -V^n-v^^W^^/W-N- [ 1 - 

(1 — f7f/w7tt^) tv<y ^>--4— fAv<^ 
/w] - 1, 

[ft 2 7 0] 

00 " 

N — ( t -rf Y**sJi?Vif^>V} -n-v^ is/is 
^ ^vw— n ' - [1- (1 — f^^/UTir^w) fc'^y 
A-4 -l, 4—79l/*JTKl' 

(0. 60g, 1. 09mmol) ^THF (20m 
1) K*#PU Na 2 HP0 4 (0. 78g, 5. 45m 
mo 1 ) ^OX, S?fl-C2 5% ifl»^>'y>r/U7K* 
*K (0. 30g, 0. 93mraol) (^)THFg 



9(d, J=7. 8Hz, 1H, Ar) 

ytmftffi ( C 31 H 47 N 3 0 • 2HC 1 • 0. 5H 2 0 
t It) 

C, 66. 53 ;H, 9.00 ;N, 7.51 ;C1, 12.67 

66.74 8.91 7.23 12.49 

$mm 170 

N-^^/^-N- [1- (l-^y^/uT^^M tf^< 

1)^^-4-^^^] -N' - [ (2S) -tTnll 

i^v- 2 -W/v^^/v] -1, 



[ft2 6 9] 




H H 

1 H-NMR (CD3OD, 500MHz) 8 : L 1-1. 3 (m, 2H) , 1. 8-2. 0 (m, 7 
H) , 2. 0-2. 1 (m, 1H) , 2. 1-2. 2 (m, 2H) , 2. 3-2. 4 (m, 1H) , 2. 78 
(m, 1H) , 2. 90 (s, 3H) , 3. 02 (m, 1H) , 3. 1-3. 25 (m, 5H) , 3. 4-3. 
5 (m, 3H) , 3. 53 (dd, J=13. 5 and 7. 2Hz, 1H) , 4. 0-4. 08 (m, 3 
H) , 4. 24 (d, J=5. 6Hz, 2H) , 4. 63 (d, J=12. 7Hz, 1H) , 7. 34 (d, J 
=7. 2Hz, 1H, Ar) , 7. 44 (t, J=7. 2Hz, 1H, Ar) , 7. 48-7. 55 (m, 2 
H, Ar) , 7. 80 (d, J=8. 0Hz, 1H, Ar) , 7. 89 (d, J=8. 0Hz, 1H, Ar) , 
8. 00 (d, J=8. 0Hz, 1H, Ar) 



5H 2 0 



t LT) 



HC 1-2. 
8.22 ;C1, 26.52 
7. 97 26. 62 

: 4 5 1 (M + H) * 

Tbfc 0 -pra»^, u mm&mmm 

^ty/AcOEt = 3/2) t?»»u nmc&m* 

0 . 4 1 0 g (56%) %tc 

X H-NMR (CDCI3, 400MHz) 5 : 1. 40(s, 18H) , 0. 88-1. 88 (m, 20 
H) , 2. 56-3. 13 (m, 10H) , 3. 80 (m, 1H) , 4. 14 (s, 2H) , 4. 66 (m, 1 
H) , 7. 30-7. 60 (m, 5H) , 7. 76 (d, J=8. 3Hz, 1H) , 7. 85 (m, 1H) , 
7. 98 (m, 4H) , 8. 10 (d, J=6. 8Hz, 1H) 

i i) N- ( t —Zf h -N-v^n^ 
drv'/^f/U-N' -fc Fn^-Sz-N* ~ [ 1 - ( 1 - 
t7f/V7tf;W) fcXy^V-4 — rA^fvKl - 

1, 4-7*>i?T$> 
[ft2 7 1] 



U ?<>C y v 



OH 



thy * K (0. 1 5 g) SrMe oH (1 

Oml) KlftWU i) -e»fcft*ft (0. 4 1g, 
0. 6 2 mmo 1) <DTHF (10ml) flP*. 



7K$:*Px.CH 2 C 
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l 2 -OttfcHU l&fPNa HC0 3 7K»«-t?S5fe**, Na 2 

A^nvh^77^ Kfy/AcOEt = 2/ 
3) TfitSSU 0. 24g (6 9%) # 

ft. 

1 H-NMR (CDCI3, 400MHz) 6:1.43 (s, 9H) , 0. 85-1. 85 (m, 20 
H) , 2. 43 (m, 2H) , 2. 60-2. 65 (m, 3H) , 2. 97-3. 28 (m, 5H) , 3. 8 
2 (m, 1H) , 4. 15 (s, 2H) , 4. 69 (m, 1H) , 7. 30-7. 54 (m, 4H) , 7. 75 
(d, J=8. 3Hz, 1H) , 7. 85 (d, J=8. 3Hz, 1H) , 7. 98 (d, J=8. 8Hz, 1 
H) 

i i i) N-v^ n^^vyl^^/U-N' — fc Kn^> 
-N' - [1- (l-t7^7tf;u) t'^y v^y- 
4-^/W^/V] -1, 4-:/*V^TS>' 
[ft2 7 2] 

7C*^«f ( C 29 H 43 N 3 0 2 - 2HC 1 
tUttt : C, 63.40;H, 8.48 ;N, 7. 
HRHS 63.42 8.53 7. 

«fi##f« (FAB-MS) m/z : 

%)M 17 2 

4- [4- (^n^v'/Mf/VT^/) ^f^^^sr 
-1- ( 1 -^^/UTir^vw) t^y^^ 



[ft 2 7 3] 



AcS 




N- (4-^n^e^/P) y ^ jv^i ^ K (15. Og, 

TcSf^flr ( C 14 H 15 N0 3 S tbt) 
ff^ffi : C, 60.60;H, 5.45 ;N, 5. 
HKfi 60.46 5.40 5. 

JCfi^flHfi (FAB-MS) m/z : 
i i) N- (4-^^*^byf;i/) :7*A~f*K 
[ft2 7 4] 




i ) T?#fcft-&* (4. 0 g> 14. 4mmol) Sr 1 
tMfc- E t OHfi£8£ (1 2 0ml) fl^ADx., 3B$ 
fffi##HS (FAB -MS) m/z 
i i i) 1- (l-t7^Ttf;W) -4- [4- 

Mk2 7 5] 





i i ) -e#fcft-&* ( 3 . 3 2 g , 14. 1 mm o 1 ) 



0 H yr-v 

i i ) -?»fcfb&46 ( 0 . 2 4 g , 0 . 4 2 mm o 1 ) 
^EtOH (6ml) fc«#U Aj&K (3ml ) SrJP 

SrO. 2 0 g (8 7%) #fc 0 
IL£. 1 9 5- 1 9 7t 

1 H-NMR(CD 3 0D, 400MHz) 6 : 1. 02-1. 34 (m, 7H) , 1. 70-2. 24 
On, 13H) , 2. 78 (m, 1H) , 2. 85 (d, J=7. 3Hz, 2H) , 3. 02-3. 41 (m, 
7H) 4. 05 (m, 1H) , 4. 23 (m, 2H) , 4. 63 (m, 1H) , 7- 32-7. 55 (m, 4 
H), 7. 80 (d, J=8. 3Hz, 1H), 7. 87 (m, 1H), 7. 99 (d, J=8. 3Hz, 1 
H) 

• 0. 6H 2 0 t LT) 

65 ;C1, 12.91 

61 13.01 

4 6 6 (M+H) + 

5 3. 2mmo 1 ) , ^^WfflfcX V ?A (9. 0 g, 7 
8 . 8 mm ol) ^ Tir b> (3 0 0ml) ^ MAP 

OH^0x.tg B B B ft^^ ^if^t^rl3. 3g (4 
8. 0%) £#fc 0 
M& 67-70t 

^-NMR^DClg, 400MHz) 6 :7.84 (dd, J = 5 and 3Hz,2H), 
7.71(dd,J = 5 and 3Hz, 2H), 3. 70 (t, J =7Hz, 2H), 2. 91 
(t, J =7Hz, 2H) , 2. 31 (s, 3H) , 1. 85-1. 70 (m, 2H) , 1. 70-1. 55 
(m, 2H) 

05 
05 

2 7 8 (M+H) + 

x-f/vtttait^ tK, t&fa^fck-TrSfcr^U M g so 

ffr&»*r 3 . 3 2 g (97. 9 %) #fc a 
1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 36(t, J =8 Hz, 1H), 1. 55-1. 
70 (m, 2H), 1. 70-1. 85 (m, 2H), 2. 91 (dt, J = 8 and 7Hz, 2 
H),3. 71 (t, J =7 Hz, 2H), 7. 72 (dd, J = 5 and 3Hz,2H),7. 
85 (dd, J = 5 and 3Hz, 2H) 
2 3 6 (M+H) + 

£DMF (15ml) WmMl-. 6 0%7K*ffc-M* 
V (0. 6 0 g, 15. 5mmo 1 ) CODM F (2 

5mi) issjs^^tk^t, rBTbfco 1 oftmmw 

U 4 ^V^W^^/L^^/V- 1 - (1-^:7^ 
/l-r-fe^/U) k^y^y (4. 16g. ll. 5mmo 
1) CODMF (1 5ml) »««:}« T U iI*C3 0» 

iwa^L^o tkst*pa, AcOEt-eaiuu «a?p 
u Mgso 4 -eft»i»iiiu a* 
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Srv'U YPyyj— (^^rU-v/A 

cOEt = 2/i-i/D -cfiisiu mmfc&vo* 

3 . 0 9 g (53. 7 %) 

1 H-NMR(CDC1 3 , 400MHz) 6 :0. 85-1. 05 (m, 1H), 1. 05-1. 15 
(m, 1H) , 1. 55-1. 90 (m, 7H) , 2. 30-2. 45 (m, 2H) , 2. 51 (t, J=7H 

«&&Vfm (FAB-MS) m/z : 
i v) 4- [ (4-T%;7*?;v?*Jr) *^jv] - l - 

(1 -t7^;i/Ttf;w) b°-<y 

Mfc2 7 6] 




_blSfitSife> ( 3 . 36g, 6 . 7 0 mm o 1 ) $r E t O 
H (10 0ml) ^tCflnx., fc K7^y-*»ft (1. 
2m K 2 4. 7mmo 1 ) SriBiT U — W^mmUX. 
tZo HtEttKU CHC 1 SrJDiU ^««>Sr»*U X 
ttttrttJEailU *»fr&*«r2. 48 g (3£ftM) # 

^-NMRfcDCla, 400MHz) 6 : 0. 95-1. 05(m, 1H), 1. 10-1. 30 
(m,lH), 1.40-1. 80 (m,8H), 1.87 (d, J = 13Hz, 1H), 2. 49(t, 
J = 7Hz, 2H) , 2. 62 (td, J = 13 and 2Hz, 1H) , 2. 70 (t, J = 
7Hz, 2H), 2. 96 (t, J = 13Hz, 1H), 3. 69 (t, J = 7Hz,2H),3,8 
4(d,J = 13Hz, 1H) , 4. 16 (s, 2H) , 4. 71 (d, J =13Hz, 1H),7.3 
2 (d, J = 6Hz, 1H) , 7. 42 (t, J = 8Hz, 1H) , 7. 40-7. 60 (m, 2 
H) , 7. 77 (d, J = 8Hz, 1H) , 7. 87 (d, J = 8Hz, 1H) , 7. 98 (d, J 
= 8Hz, 1H) 

v) 4- [4- [N— ( t -Zf h=3rV^7/W7K^yW) -N 

/u] - i - (i —ry^jvr^;v) 

[fl:2 7 7] 




Boc 



i v) -emcit&Vo (1. 2 g , 3. 24mmol) , 
i/^n^fy^;i/^dri/T;l/rt K (0. 59mK 
4. 8 7mmo 1) , MgS0 4 (l. Og) £rCH 2 C 
1 2 (3 0ml) tpldflPx., Sffl-C-«aH$U^ 0 
ftSr»*b*iKS:«iE««lLfco »MeOH (3 0 
ml) SrJD*., 7kftTNaBH 4 (0. 3 7g, 9. 7 

7cSf##f ( C 29 H 42 N 2 OS • HC 1 
tfllffi : C, 67.41;H, 8.56 ;N, 5 
67. 60 8. 56 5 
(FAB-MS) m/z : 

m*fc«T©ftMh*r*j* bfc« 

17 3 

l-(l-^7^T*fe^)-4- [4- [ [ (S) -trn 

t^y v^v 



z,2H),2.61(td, J=16 and 2Hz, 1H), 2. 96(td, J=13 and 2H 
z, 1H), 3. 69 (t, J=7Hz, 2H), 3. 84 (d, J=13Hz, 1H), 4. 15 (s, 2 
H) , 4. 71 (d, J=13Hz, 1H) , 7. 32 (d, J=6Hz, 1H) ,7.41 (t, J=8H 
z, 1H), 7. 40-7. 55 (m, 2H), 7. 60-7. 90 (m, 6H), 7. 98 (d, J=8H 
z, 1H) 
5 0 1 (M + H) + 

9mmo 1) SrJD^l, 4BSp|B«# i Ufc c tK^tADx, ®EE 
S«gU CHCl 3 -C«ttlU Na 2 S0 4 -CKiU Wt 

(CHC 1 3/MeOH=2 0/1 — 15/1) T^St 
U MtfftftSrl. 0 1 g#fc 0 

*ft^W:CH 2 Cl 2 (3 0ml) SrJP*.* Et 3 N 
(0. 6mK 4. 31mmol), (Boc) 2 0 
(0. 9 9ml, 4. 31mmol) ^Bxtfi$L 

-7 4— Kfy-AcOEt = 5/l) TflHKU Wl 
Mit^m^O. 9 7g (7 9. 2%) #fc 0 
1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 45(m, 9H), 0. 80-1. 90 (m, 20 
H) , 2. 30-2. 50 (m, 2H) , 2. 49 (t, J=7Hz, 2H) , 2. 62 (td, J=13 a 
nd 3Hz, 1H), 2. 90-3. 10 (m, 3H), 3. 15 (br s, 2H), 4. 16 (s, 2 
H) , 4. 72 (d, J=13Hz, 1H) , 7. 32 (d, J=7Hz, 1H) , 7. 42 (t, J=8H 
z, 1H) , 7. 40-7. 55 On, 2H) , 7. 77 (d, J=8Hz, 1H) , 7. 87 (d, J=8H 
z, 1H),7. 98 (d, J=8Hz, 1H) 

v i) 4- [4- (V^n^^r^/W^^/l^T^y) 
>\s*f~3r* ^)V\ - l- (l -t7f;urtf;v) fc°-<y 

[ft2 7 8] 




v ) "C^fcf fr&tt ( O . 47g, O . 8 3 mm o 1 ) 2r 
Me OH (2 0ml) ^t-^PX^ (5ml) &m 

TU -«*#Lfc. NUEattU *»t-&«SrO. 3 

1 g (71. 8 %) 

1 H-NMR(DMS0-d 6 , 400MHz) 6 :0. 80-1. 30 (m, 6H), 1. 50-1. 85 
(m, 14H) , 2. 40-2. 55 (m, 4H) , 2. 60 (t, J=12Hz, 1H) , 2. 71 (br 
s, 2H) , 2. 86 (br s, 2H) , 3. 06 (t, J=13Hz, 1H) , 4. 02 (d, J=13H 
z, 1H),4. 15 (s, 2H),4. 40 (d, J=13Hz, 1H),7. 32 (d, J=7Hz, 1 
H) , 7. 44 (t, J=8Hz, 1H) , 7. 45-7. 55 (m, 2H) , 7. 82 (d, J=8Hz, 1 
H) , 7. 90-8. 00 (m, 2H) , 8. 59 (br s, 2H) 

• 0. 7 5H 2 0 t LT) 

42 ;C1, 6.86 ;S, 6.21 

02 7. 47 6. 27 

4 7 6 (M + H) + 
lit 2 7 9] 
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1 H-NMR (DMSO-d 6 , 400MHz) 6 :0. 95-1. 15 (m, 2H), 1. 55-2. 05 
(m, 10H), 2. 05-2. 20 (m, 1H), 2. 40-2. 70 (m, 5H), 2. 85-3. 15 
(m, 3H) , 3. 20-3. 30 (m, 4H) , 3. 85 (br s, 1H) , 4. 03 (d, J=13H 

5c*#*f ( C 27 H 39 N 3 OS • 2HC 
ffSffi : C, 59.06;H, 7.98 ;N, 7 
59.16 8.08 7 
WmftVrm (FAB -MS) m/z : 

mmm 1 7 4 

p< ^vv] - 1 - ( 1 --^-^^yurir^/w) t^Dv^y 
i) N- [4- {i/jr u^^/W*^vl^;#-) r/^vW] 
[>fb2 8 0] 



z, 1H),4. 15(s,2H),4. 40 (d, J=13Hz, 1H),7. 32 (d, J=7Hz, 1 
H) , 7. 45 (t, J=8Hz, 1H) , 7. 45-7. 55 (m, 2H) , 7. 82 (d, J=8Hz, 1 
H), 7. 80-8. 00 (m, 2H), 9. 20-9. 50 (m, 4H) 
1-1.2 5H 2 0 t It) 

65 ;S, 5.84 

66 5. 97 

4 5 4 (M + H) * 




N- {A-^/ViJ^Y-f^/V) y^^%Y (2. 0 
g. 8. 5mmo 1 ) , 6 0 %7K^b^ h V V & (0. 
41g, 10. 3 mm o 1 ) , zfu^r^ ^fls^/Z n-^3f 
(1. 2ml, 8. 6mmo 1 ) DMF (50 
ml) *|C*P;1, 1H$WI«#U TKSrJPX., *J^;Vai 
-f/^ai(±lL, l&fP*itoKT?ac}tb, MgS0 4 

msnk-&m&i. 51 g (53. 6%) »fc. 

X H-NMR (CDC1 3 , 400MHz) 6 :0. 80-1. 00 (m, 2H), 1. 00-1. 30 
(m, 3H) , 1. 30-1. 50 (m, 1H) , 2. 38 (d, J=7Hz, 2H) , 2. 53 (t, J=7 
Hz,2H),3. 71(t, J=7Hz,2H),7. 71(dd,J=5 and 3Hz,2H),7. 
84 (dd, J=5 and 3Hz, 2H) 

i i) 4- (is? u^^is/ls^T-sU^^r) ^;t,/^y 
Mb 2 8 1] 

i ) X^tcit^ ( 1 . 5 1 g , 4 . 5 6 mm o 1 ) £ 
EtOH (5 0ml) tfclP*., t K7^- TkfP^I 

(0. 7ml, 14. 4mmo 1) SrJRTU ^2&~C4 
*SrW«#Lfc« SUEWS&U CHCl 3 «Dx., ^F»«b 
«r»*U Jt««r»E»»U 0. 8 0 g 

(87. 0 %) #fc 0 
1 H-NMR (CDCI3, 400MHz) 6 : 0. 80-1. 00 (m, 2H), 1. 00-1. 30 
(m, 3H) , 1. 30-1. 95 (m, 12H) , 2. 40 (d, J=7Hz, 2H) , 2. 50 (t, J= 
7Hz, 2H),2. 70 (t, J=7Hz, 2H) 

i i i ) 4- [N- ( t — ^ h^ci/X/Utf— /U) — N — 
[4- (v-^ ^^u] r^y^ 

^■/U] -1- (l-t7f^7tf;V) ewy^V 
[ft 2 8 2] 



CO 



4- (V^n^^A^^vl^J-) ;/^vUT * >- (0. 
8 0 g , 3 . 9 7 mm o 1 ) , 1 - ( 1 -t7f;V7t 
?vw) ^5^y-4-*;^>7/^l:K(2, 0 
g, 6. 2 Ommo 1) ft\ CH 2 C1 2 (30ml) ^ 
I^P*, -«S»UfCo «JER«SU ^teMeOH 
(4 0ml) $r*Px., Tk/ftT. NaBH 4 (0. 4 7 
g, 12. 4mmo 1) 3r*Px., 4«ftftUt 0 
#Px., «EE»*§U CHCl 3 t«U Na 2 S0 4 t 
(©*U NtEftffiU SSSr^y UtffrXyJ** w b 
y^yj— (CHCl 3 /MeOH=50/l-20/ 
1) rffiSL, tt^tt«T0. 7 6 5 g#/c 0 
CH 2 C1 2 (2 0ml) ^tC^Px, Et 3 N (0. 2 5 
ml, 1 . 7 9mmo 1), (Boc) 2 O(0. 37 
ml, 1 . 61 mmo 1 ) £r*Px., 3flf PSJSW 5 Lfc 0 S 

Kfy/AcOEt = 3/l-5/2) -CWSiU 
*»ffc-§*«:0. 8 1 5g (3 6. 3%) #fc 0 
^-NMRteDC^, 400MHz) 6 : 0. 80-1. 05 (m, 2H) , 1. 05-1. 30 
(m, 3H) , 1. 43 (s, 9H) , 1. 30-1. 90 (m, 15H) , 2. 38 (d, J=7Hz, 2 
H) , 2. 49 (t, J=7Hz, 2H) , 2. 55-2. 70 (m, 1H) , 2. 85-3. 20 (m, 5 
H), 3. 75-3. 90 (m, 1H), 4. 15 (s, 2H), 4. 70 (br s, 1H), 7. 32 
(d, J=7Hz, 1H) , 7. 42 (t, J=8Hz, 1H) , 7. 40-7. 55 (m, 2H) ,7.77 
(d, J=8Hz, 1H) , 7. 86 (d, J=8Hz, 1H) , 7. 98 (br s, 1H) 

i v) 4- [4- (is? v^^is/VfJ-jV*?*) -f^/V 
T^/^^vV"] -1- (l-t7f;w7t^;v) fcV<y 

Ut2 8 3] 



c6 



i i i ) -*e#jUfr&* ( 0 . 8 2 g , 1 . 4 4 mmol) 
£rE t OH (2 0ml) 4»tCjP;i, jg^®? (4ml) & 

4 4 g (60. 0 %) # rc 0 

1 H-NMR(DMSO-d 6 , 400MHz) 5 : 0. 80-1. 00 (m, 2H), 1. 00-1. 3 
0(m, 5H), 1. 30-1. 50 (m, 1H), 1. 50-1. 90 (m, 11H), 1. 90-2. 05 
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(in, 1H) , 2. 38 (d, J=7Hz, 2H) , 2. 40-2. 60 (m, 2H) , 2. 63 (t, J=l 
2Hz, 1H) , 2. 79 (br s, 2H) , 2. 87 (br s, 2H) , 3. 07 (t, J=12Hz, 
1H) , 4. 04 (d, J=13Hz, 1H) , 4. 16 (s, 2H) , 4. 38 (d, J=13Hz, 1 

TumftVf ( C 29 H 42 N 2 OS -HC 
it&iB. : C, 68.61;H, 8.64 ;N, 
HSMfi 68. 42 8. 66 

®S##ffit (FAB -MS) m/z 

Xlfcffl 17 5 

1- (i/? n^VWf;vr^ /) -4- [ 1 - 
(l — ^7f;v7t^) tr^ty h=¥ 

[ft2 8 4] 

Z-N^>^0H 

1- (-O-^/W^-^rv^^/v^^^) -4- (^h^rv^ 

/W^^) bf^U^>-(l. 0 g> 3. 2 7mmol) 

3rE t OH (2 0ml) ^{cMx^ L i BH 4 (0. 1 

4g, 6. 5 5mmol) ^r^JPx., 16B$IB2HJSftSBfc b 

u Mgso 4 "ewm j§«£«a&u mm&i'V*? 

;^7^nv^77>(- (CHCl 3 /MeOH = 

2 0/1) "C»«U tt#*^bT*»fc^*rO. 6 

3 g (77. 3 %) #fc 0 

1 H-NMR(CDC1 3 , 400MHz) 8 : 1. 0-1. 2 (m, 2H) , 1. 6-1. 8 (m, 3 
H) , 2. 8 (m, 2H) , 3. 5 (m, 2H) , 4. 2 (m, 2H) , 5. 12 (s, 2H) , 7. 3-7. 
4(m, 5H). 

i i) 1- ( t -l/^/US^a^/US/yA^^S/) -2 
[fb2 8 5] 

(10. Og, 

0. 1 1 4mo 1 ) £rTHF (3 0 0ml) KligflPU 
-7 8^31, 1. 6#|^ 
•tf-ViStt (78ml, 0. 1 2 5 m o 1 ) ^10 
JSTbfdo 2 0M> TBDPSCi (31. 2g, 
0. 1 14 mo 1) SrJP;t#ifiU 3B$IB«#b7to tK 
^Pxi^^/i^-^A'XffimU t&fn NaHC0 3 7k 
SJR-easj^b, MgS0 4t .W, *0ETffl5feU » 
jfiSrv'y w b?97<<{~- (AcOEt 

3 1 . 5 g (8 5%) ntc 0 
1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 05 (s, 9H), 4. 01 (m, 2H),4.26 
(d, J=5. 9Hz, 2H) , 5. 6-5. 8 (m, 2H) , 7. 4 (m, 6H) , 7. 7 (m, 4H) 
i i i) 1- ( t -'7 g ?/l'i?yx.=>/Uis!)/U7t*is) - 
4-3- K- 2 
[ft2 8 6] 

MTPPh 3 (l-OY° T ^ PS 2mmo 1) , >f 



H) , 7. 32 (d, J=7Hz, 1H) , 7. 42 (t, J=8Hz, 1H) , 7. 45 (t, J=7Hz, 

2H) , 7. 45-7. 55 (m, 1H) , 7. 82 (d, J=8Hz, 1H) , 7. 85-8. 00 (m, 2 

H),8.73(br s,2H) 
1-0.2 5H z O £ bX) 
5.52 ;C1, 6.98 ;S, 5.84 
5. 51 7. 17 6. 45 

: 4 6 7 (M + H) + 

^ (5. 5 g, 8 0. 9 mm o 1 ) &THF 

(8 0ml) |:i»#U (1 5g) <DCH z C\ 2 

(2 00ml) ffisfKSri s^BfiBTtfco IC30^ 

HHt#U i i) "e#fcffr&* (15g, 4 5. 9mm 

0 1 ) C0CH 2 C 1 2 (5 0ml) »»Sr}BT bSt^T?— 
fcJtttbfc. *^*««^M>i>A*»«SrJP*.. CH 

2 ci 2 *catfiL, «ftAia*"cas»b, Mgso 4 -cg; 

^:7>f- (AcOEtAHy=l/5) "CffiJlU 
afeHtAtt^cO^mb-fr**! 5. 5g (7 7. 4%) 

1 H-NMR (CDC1 3 , 400MHz) 6 : 1. 06 (s, 9H), 3. 9(m, 2H), 4. 2 
(m, 2H) , 5. 8 (m, 1H) , 6. 0 (m, 1H) , 7. 4 (m, 6H) , 7. 7 (m, 4H) 

1 v) 1- [1- hV<IJ 
^-4-^A^^/V] -4- ( t --f^-^J'Vzr.^fV 
isy/U^is) - 2 - > 

Hb2 8 7] 



Z-N^ 0 ^ 0TBDPS 
i i i ) tllfdM ( 1 . 0 g , 4 . 0 1 mm o 1 ) 
£DMF (2 0ml) tCjgtfUU 6 0 % zMWfr*- h y 
1>A (0. 3 0 g, 7. 5mmo 1 ) SrJBi. 2 0&K 
mWLrfro 1- (-O-^^^r^^/^^^/V-) -4- 

(tKn^f^) t^U^V (2. 28g, 5. 2 
mmol) *in;t3li*HI»*Pb;fco zk£r#Px., AcOE 

ttEEMRU Sjt^>^^7A^n-7h^7 

(AcOEtAHy=i/4) -ettStu 

Hfi,jft«»eO«H>fk^teSrO. 51g (2 2. 8%)# 

1 H-NMR (CDCI3, 400MHz) 6 : 1. 06(s, 9H), 1. 1-1. 8(m, 5H), 
2. 8 (m, 2H) , 3. 26 (d, J=5. 9Hz, 2H) , 3. 96 (d, J=4. 9Hz, 2H) , 4. 
1-4. 3 (m, 6H) , 5. 12 (s, 2H) , 5. 7-5. 9 (m, 2H) , 7. 2-7. 5 (m, 1 1 
H),7.7(m, 4H) 

v) 1- ( t -^/^7x-;i/Vy /U$-*ci/) -4- 
Hb2 8 8] 

i v ) -CWfcft-fr* (2. 3 8 g , 4. 27mmol) 
£MeOH (2 0ml) KjgflPU 5%/^?^!?^* 
(0. 3 0g) frJra*., ^«7Kl^aS7t;bfc 0 7««Srtt 
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1 . 5 2 g (83. 6 %) #fc 0 

1 H-NMR(CD 3 OD, 400MHz) 6 : 1. 03 (s, 9H), 1. 1-1. 2(m, 2H), 1. 
6-1.8 (m, 7H) , 2. 6-2. 7 (m, 2H) , 3. 0-3. 7 (m, 8H) , 7. 3-7. 5 (m, 
6H),7.6-7.7(m,4H) 

vi) 4- [4- ( t -y^SUZ/y zi^/Ui/}) su$-*c 
i/) ^t^ri/^f/V] -1- ( 1 — 

[ft2 8 9] 




JTBDPS 



l-^7^gp»(0. 6 7g, 3. 5 7mmol)£ 
CH 2 C1 2 (5 0ml) +fcMI*U v) T#fcft^ 
(1. 52g, 3. 57mmol) , HO B t (0. 7 
3 m g , 5 . 3 6 mm o 1 ) N NMM ( 1 . 0 8 g , 1 

0 . 7 mm o 1 ) £#P;t, EDC (1. 03g, 5. 3 
6mmol) &Mx.MWC2mffi1ft&l'tz 0 CHC1 3 

*jpi i sue m&t, <SftN a HC o 3 *»*-ej!fe^a, 

n -v h^yy 4— (AcOEt/^fy=2/ 
3) -C»«U «6tttt»t U"r*lft^»«: 1.69 
g (79. 7 %) #fc 0 

1 H-NMR (CDC1 3 , 400MHz) 6 : 1. 04 (s, 9H) , 1. 1-1. 2 (m, 2H) , 

1. 6-1. 8 On, 7H) , 2. 6 (m, 1H) , 2. 9 (m, 1H) , 3. 1-3. 4 (m, 4H) , 3. 
66 (t, J=5. 9Hz, 2H),3.8(m, 1H),4. 15 (s, 2H),4.8(m, 1H),7. 
3-7. 7(m, 10H), 7. 76 (d, J=8. 3Hz, 1H), 7. 86 (d, J=7. 8Hz, 1 
H),7. 98 (d, J=8. 3Hz, 1H) 

v i i ) 4- (4-b Kn*i/^ h^rv^^/V) - 1 - 
(1 -^7^7*^) tr-^y -Jls 
lit 2 9 0] 




,0H 



v i ) -V'&tcfc&W* ( 1 . 6 9 g , 2 . 8 5 mm o 1 ) 
£rT H F (20ml) K»» U lM y^VCrY 
7^T^xi)A THFgi (4. 3ml, 4. 
3mmol) SriDi, 18H$IW«#bfco 7K£r*P;tA c 
OE fOttWU fi&fttfc£zK"?Sfc#^ MgSO^K 

:7>f — (CHCl 3 /MeOH=20/l) "CttJKU 
«fe»«»<0*)H'fk'&*Sr 1 . Og (9 8. 8%) # 

A H-NMR (CDCI3, 400MHz) 6 :0.91-1.2(m, 2H), 1.6-1.8<m,6 
H) , 2. 4 (m, 1H) , 2. 6 (m, 1H) , 2. 9 (m, 1H) , 3. 1-3. 3 (m, 2H) , 3. 4 
(m, 2H) , 3. 61 (t, J=5. 4Hz, 2H) , 3. 8 (m, 1H) , 4. 15 (s, 2H) , 4. 7 
(m, 1H), 7. 3-7. 7 (m, 4H), 7. 77 (d, J=8. 3Hz, 1H), 7. 86 (d, J= 
7. 8Hz, lH),7.98(d, J=8. 3Hz, 1H) 

v i i i) 1- [N- (t—-7Y*ci/j3;Vi£=.jV) -N 



- tt^*is/U* =f-)V) T ^ 7] -4- [1- (1 

-1-7^/ut±?-ju) ^-4 — f;v* h*i/1 

[ft2 9 1 ] 




ttft***y/l^ (0. 7 2g, 5. 6 3mmol)£rC 
H 2 C1 2 (3 0ml) «t>lCiS#U -7 8t^S]U 
DM SO (0. 8 8 g, 11. 3mmo 1 ) SrJPx. 1 5 
v i i) -efrfcfc** (1. Og, 2. 8 
mmo 1) <DCH 2 C 1 2 (5ml) »ttSr«IT b 1 «pW 
ffi«*bfco Et 3 N (2. 28g, 22. 5mmol) 

*jdx.* mmc%-m.vt£o *stJpx.chc i 3 -e«sm 

U MgS0 4 tSM, «IES»8U »8ESr^y*y 
jVjjyJ*? w h^^ — (CHCl 3 /MeOH = 
2 0/1) -e»»U «fttt««*r0. 8 9g#fc c ± 

(0. 8 9mg, 2. 5 2 mmo 1 ) £:CH 2 
Cl 2 (10ml) *f«fc:«WU ^*n^*S/A^?yl/ 
> (0. 30g, 2. 6 4 mmo 1 ) £r#P;i. 1 4 
ibfc 0 HtEttKU MCMeOH (10 m 



1) SriD*., N a B H 4 (0. 15g, 3. 78mmo 
1) SrJPx3^MjK#bfc c *SrJp*. J§BESI*8U C 
HCl 3 tttfflL, ®ftNaHC0 3 7kS*-CS#L, M 

(CHCl 3 /MeOH=20/ 
1) tfflil, JKfitttttt&O. 8 3mg|f: 0 
^CH 2 C1 2 (2 0ml) lCg)!?U (Boc) 2 0 
(0. 52g, 2. 39mmol) , Et 3 N (0. 3 



7g, 3. 6 8mmol) ttx.l5OT#Uc 0 S( 

(AcOEtMfy=i/i) -C«HKU 
»<B«Bffr&»«:0. 8 5 g (5 5%) #fc 0 
1 H-NMR (CDC1 3 , 400MHz) 5 : 1. 44 (s, 9H), 0. 9-1. 8(m, 20 
H) , 2.6 (m, 1H) , 2. 9-3. 4 (m, 9H) , 3. 8 (ra, 1H) , 4. 16 (s, 2H) , 
4. 7m, 1H) , 7. 3-7. 6 (m, 4H) , 7. 77 (d, J=8. 3Hz, 1H) , 7. 87 (d, J 
=7. 8Hz, 1H), 7. 98 (d, J=8. 3Hz, 1H) 
ix) 1- (v^ a^arvvl^^-A-T ^ /) -4- 
[1- (l-t7^7tf^) fcV*y v>>--4 — f/U 

[ft 2 9 2] 




fb&<& (0. 8 5 g, 1. 4 6 mmo 



1 ) £E t OH (10ml) |C»»U jSffiSS (1 m 

1) S:*nx.3 Bwsn$a, ttEE»i8u mmit&®& 

0 . 7 3 g 
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^-NMRfcDaOD, 400MHz) 6 :0. 9-1. 8(m, 20H), 2. 7-3. 5(m, 10 
H) , 3. 9 (m, 1H) , 4. 22 (m, 2H) , 4. 6 (m, 1H) , 7. 3-7. 6 (m, 4H) , 7. 

mm^mm (fab-msi m/ z 

mmm 1 7 6 

1 -i/f n^^r>>;l/^ h^is—4 - [1- ( 1 —^"7 
s ?/UT± s 7-/\') fcXyi^-4 — fA>* s ?A'T$S'} 7 

i ) l-(t -^;u^7 x=;i/i/y ;^^^) - 4 - 

[ft2 9 3] 



OTBDPS 

i/^n^^V-y^/-^ (0. 4 8g, 4. 17mm 

0 1 ) £rDMF (2 0ml) <PM*gft?U 6 0% TkiSi 

hV VJ* (0. 34g, 8. 3 4mmo 1 ) £r*P 

x., 6 ot;-c3 o#RHti*bfc. *»T, l- (t-^ 

^7x^1/^!) /loT^r^) — 4-3-K— 2— Z/T- 
V ( 2 . 0 g , 4 . 5 8 mm o 1 ) Sr^Px, ^RX~ 1 2 
^raa^Lfco , 7K4r*Dx.> AcOEttiWU «SfP 
ft«*T?8fej*U MgS0 4 t«, «jE»SSU m 
W&is))XV/U#7J*?w h^77-f- (AcOEt 
/^fy=l/2 0) "CfitKU «6ffi:R»£b"C* 
mik-StfaZO. 8 1 g (4 6%) #fc 0 
x H->JMR(CXl3,400MHz) 6 : 1. 06 (s, 9H) , 0. 9-1. 8(m, 11H), 
3. 21 (d, J=6. 4Hz, 2H) , 3. 96 (d, J=4. 8Hz, 2H) , 4. 2 (m, 2H) , 5. 
8-5. 9 (m, 2H) , 7. 3-7. 4 (m, 6H) , 7. 6-7. 7 (m, 4H) 

1 i) 1- ( t —zf^Jl'\S~7=*^;\'i/V^*3ci/) -4 
- (v'^n^V/M b^rV) :/^>- 

[ft 2 9 4] 

i ) "e»fc{fc-&« ( 0 . 8 1 g , 1 . 9 2 mm o 1 ) £r 
Me OH (10ml) t£«#P U 5%/^^!?^^ 
(0. lOg) &aDjt»^*»7Ebfc. 

h^7^>r- (AcOEt/^fy=i/9) "CfflSa 

U «lftffl«»fcL-C*jH{kS^*SrO. 8 2g («* 
») 

^-NMRCCDCl 3,400MHz) 6 : 1. 05 (s, 9H) , 0. 8-1. 8 (m, 15H), 
3. 17 (d, J=6. 8Hz, 2H) , 3. 38 (t, J=6. 4Hz, 2H) , 3. 68 (t, J=6. 4 
Hz, 2H) , 7. 3-7. 5 (m, 6H) , 7. 6-7. 7 (m, 4H) 

i i i) 4- (is? u^v^r>>/U^ h 7 5 J - )V 

HL2 9 5] 



i i ) -C»fcffr&*ft (0. 8 2 g, 1 . 9 3mmo 1 ) 
£THF (10ml) td*Sft¥U lffiM 7v\t ; TY 
y/W^^A-THFffl (2. 9ml, 2. 
9mmo 1) SrJD^Ll 4«F«ia»L^o ***Pi, Ac 
OEt-CttttiU g&^£ifcfcTi5fc#^ MgS0 4 tg 



80 (d, J=8. 3Hz, 1H) , 7. 89 (d, J=7. 3Hz, 1H) , 7. 99 (d, J=8. 3H 
z, 1H) 
4 5 1 (M + H) * 

=7-7 4— (AcOEtMfy=2/3) t?«S4U> 
MiWilT^M^SrO. 25g (7 0%) # 

X H-NMR (CDC1 3 , 400MHz) 6 :0. 8-1. 8(m, 14H), 2. 7(m, 1H), 3. 

24 (d, J=6. 8Hz, 2H) , 3. 44 (t, J=5. 8Hz, 2H) , 3. 6 (m, 2H) 
i v) 4- [N— (t-/b^^;^;W -N- 
[4- T^yy^ 

/U] -1- (l-t7f;VTtf;u) txy v>V 
[ft2 9 6] 




fait^Jls? \) ;\, (0. 3 4g, 2. 6 8mmol) * 
CH 2 C1 2 (10ml) -7 8TCMi££PU 

DM SO (0. 4 2g, 5. 3 6mmol) SrJD*. 1 5 

ftmmwm, i i n tm^^* (o. 2 5 g , i. 

3 4mmo 1 ) CDCH 2 C 1 2 (5ml) Sffi^lTl, 
l^F^^bfCo Et 3 N (0. 82g, 8. Ommo 
1) t«TU glicMtl^S^Lto 7k£r*P 

x.. cHci 3 -e»fflu M g so 4 -c«> tftmmffi 

U (0. 2 4g, 1. 3 4m 

mo 1 ) £:CH 2 C 1 2 (6ml) fc:Jgfl¥U 4-7^ 
1- (l-t7f;u7tf;i/) tf^yt^ 
(0. 4 5g, 1. 6 1mmol) »XlWS#L 
fc 0 «JEg«SU »MeOH (10ml) SriD*. 
N a B H 4 (0. lOg, 2. 6 8mmol) £r#D;tl 

4B*ra«#bfc 0 ***p*> ttESffiu CHCi 3 -e 

lb, «a¥PNaHC0 3 7k*JK"e8fc#U MgS0 4 t 

(CHCl 3 /MeOH=10/l) "CfilSl 
U «feffltt*SrO. 4 3g»fc. *tttt*SrCH 2 C 



1 2 (10ml) ^jg»b, (B o c) 2 0 (0. 2 7 
g, 1. 24mmol) „ Et 3 N (0. 19g, 1. 
9mmo 1) ^*Px.lB$PfltS#bfc 0 «JE»*8 U 
S^!)*y/^*7A^P-7b^77-f- (AcOEt 
/^*i^=l/l) -cffliL, fcfeMtt** 1/rSMl 
ffr&WSrO. 4 9g (6 6. 4%) #7t 0 
A H-NMR (CDCI3, 400MHz) 5 : 0. 8-1. 9(m, 20H), 1. 43 (s, 9H), 
2. 6 (m, 1H) , 2. 9-3. 2 (m, 7H) , 3. 38 (t, J=6. 4Hz, 2H) , 3. 8 (m, 1 
H) , 4. 15 (s, 2H) , 4. 7 (m, 1H) , 7. 3-7. 6(m, 4H) , 7. 76 (d, J=8. 3 
Hz, 1H),7. 86 (d, J=7. 8Hz, 1H) , 8. 0 (1H, m) 
v) 1 -is? v^^is/ls* h3r^-4 - [1- ( 1 - 
-r7^/UT±^/\y) t°^y Vis- >V*^-jVT X 

y] 

HC2 9 7] 
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i v) ^itfc&m (0. 4 9 g, 0. 8 9mmo 1 ) 
£E tOH (10ml) Ul»#U WmM (1ml) £ 



5£*5>W ( C 29 H 42 N 2 0 2 



1 . 



fh^fit : C, 68. 69 ;H, 8.75 ;N, 
M&lW 68. 95 9. 05 

WMftVrm (FAB -MS) m/z 

1- (^n^^A^^/KT^/) -6- [1- (1 



i) 6- [1- (^^iMo^iofr/WK-A-) 

[ft 2 9 8] 



Z-N 



COOMe 

^-^t>^(5. 3 2 g, 1 2mmo 1 ) &TH F (10 
0ml) fc*»U 1«S thD^A ^ (hW^ 
^vl-> T 5 K T HF@I (24ml, 24 mm 

0 i ) st^dx. i o#mmni,tco 1 - t^y^/vt^v 

(2. 43g, lOmmol) 3 Pm«#«Rt? 

*-o»i*u M g so 4 tem a&Ees&u 

Me OH (50ml) SrJU*., ftfiKit (1ml) 

u 3 «FMapi»ai* bfco ^jes^u. cHci 3 t« 
mu u Mgso 4 TKit, 

- (AcOEt/A^fy=i/3) "CWSU asfiifc 
ttttO*JBft-fr»*r 1 - 84 g (5 3. 3%) »fc 0 
1 H-NMR(CDC1 3 , 400MHz) 6 : 1. 2-2. 5(m, 10H), 2. 7-2. 9(m, 2 
H) , 3. 69 (s, 3H) , 4. 0-4. 2 (m, 2H) , 5. 13 (s, 2H) , 5. 2-5. 4 (m, 
2H),7. 3-7. 4 (m, 5H) 

1 i) ^A- 6- 

[ft2 9 9] 

HN^ y^^^^^COOMe 

i ) t?»fc{k-S* (1. 84g, 5. 33mmol) £ 
Me OH (50ml) K*» U 5 
(0. 2 0g) Sr*Dx.ffi«7klB5a5ELfeo 

9 6 g (84. 4 %) #fc 0 

'H-NMR^OD^OOMHz) 5 :1.0-1.8(m, 13H) , 2. 31 (t, J=7. 3 
Hz, 2H) , 2. 6 (m, 2H) , 3. 0 (m, 2H) , 3. 64 (s, 3H) 



0. 4 5 g (7£m&)) 

X H-NMR (CD 3 0D, 400MHz) 5 :0. 9-1. 9(m, 20H), 2. 7(m, 1H), 2. 
88 (d, J=7. 3H, 2H) , 3. 9 (m, 2H) , 3. 1 (m, 1H) , 3. 23 (d, J=6. 8H 
z, 2H) , 3. 45 (t, J=5. 8Hz, 2H) , 4. 0 (m, 1H) , 4. 2 (m, 2H) , 4. 6 
(m, 1H) , 7. 3-7. 6 (m, 4H) , 7. 80 (d, J=8. 3Hz, 1H) , 7. 88 (d, J= 
8. 8Hz, 1H) , 7. 99 (d, J=7. 8Hz, 1H) 

4 HC 1 -0. 3H 2 0 t bT) 
5. 52 
5.51 

: 4 5 1 (M + H) + 

iii) 4-[5- W h^r^A'sK— A<) 'O'^vV] 

-1- (1 — ry^j^Tiz^tv) tvy^ 
[ft 3 0 0] 



COOMe 

1 —Ty^l^^W (0 . 8 4g, 4. 5mmol)£rC 
H 2 C1 2 (20ml) fcl»#U 4- [5- 
v-^A'tf^A') -OT-sV] t^ys^V (0. 9 6g, 
4. 5mmol) „ HO B t (0. 91g, 6. 75m 
mo 1 ) , NMM (0. 9 1 g, 9mmo 1 ) Srflnx., 
SiCEDC (1. 2 9g, 6. 7 5mmol) SrAPX. 
^»"C 4 H^Rfll # Lfc 0 C H C 1 3 Sr JP x. 1 
£S*PN a H C 0 3 *W«-«feiWL feKM g S 0 4 f&S 

u sjtKSrMEs^b. mmz^yuv/vx^MTi^ 

Ytfyyj- (AcOEtAHy=l/l) "C*ftH 
U &Mi£&b«: 1 . 61g (9 3. 8%) #fc 0 
1 H-NMR(CDC1 3 , 400MHz) 6 : 0. 8-1. 8(m, 13H), 2. 29(t, J=7. 
3Hz, 2H),2.6(m, lH),2.9(m, 1H),3. 66 (s, 3H),3.8(m, 1H), 
4. 15 (s, 2H) , 4. 7 (m, 1H) , 7. 3-7. 6 (m, 4H) , 7. 77 (d, J=8. 3Hz, 
1H), 7. 86 (d, J=8. 3Hz, 1H), 7. 98 (d, J=8. 3Hz, 1H) 

i v) 4- (6-tKn^>^^) -1- (1 -~T 

[ft3 0 1] 





iii) -CWfcfl?£Mb ( 0 . 6 4 g , 1 . 68 mm o 
1) £THF (10ml) KjgtfBU tK/^T, 1 
*K^>-- THF*gfl£ (1. 4ml, 1. 4 mm o 1) 
SriBTU 2B*|««#bfc 0 zk£*0x., AcOEttftt 
UU MgS0 4 TW, SUEWHSU ««ESrVy* 
tffrjj'y J*? h^^^-<— (AcOEt/^fy 
= 3/1) -Cfl»«U *JB{frg>tt«rO. 20 g (3 3. 
7%) #yt 0 

^-NMR^DClg^OOMHz) 8 :0. 8-1. 8(m, 13H) , 2. 6 (m, 1H) , 2. 
9(m, lH),3.62(t, J=6. 4Hz, 2H),3.8(m, 1H),4. 15 (s, 2H),4. 
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7 (m, 1H) , 7. 3-7. 6 (m, 4H) , 7. 76 (d, J=8. 3Hz, 1H) , 7. 86 (d, J= 
7. 8Hz, 1H) , 7. 98 (d, J=8. 3Hz, 1H) 

v) 1- [N- (t-:/h^V#A-^/V) -N- (2/ 
^n^V/l^^) T ^ / ] -6- [1- {1—iry 

[ft 3 0 2] 



BOC y v 



0. 19g#fc 0 *MMCH 2 C1 2 (10 



ml) i: 



(B o c) z O (0. 1 4 g, 0. 



mi** 




1 3 mm o 1 ) £C 



H 2 C1 2 (3 0ml) fcl*#U -7 8t(^m D 
MSO (0. 18g, 2. 26mmol) £:iBTU 1 
5#R8»#bfc 0 iv) (0. 2 0g, 

0. 5 7mmo 1 ) C0CH 2 C 1 2 (5ml) igfl££riK 
TU lP¥W«#Ufco E 1 3 N (0. 3 5g, 3. 4 
mmo 1) SrJH£, S^#jabl«FM»#fU^o 

jd*.. cHci 3 -eaum M g so 4 r«, 

3(6 U *»tt*SrCH 2 C 1 2 (10m 

1) Kjg#U i/^n^i/;Mf;V7^y (0. 0 7 
g, 0. 6mmo 1 ) SrJ»* 1 «PM«»Ufc 0 ttffSffi 
U MCMeOH (10ml) £riJP;t. Na BH 4 
(0. 0 4 5 g, 1. 2mmol) ttiH^PW 

bfco ***p*> iffiffit, chc 1 3 -ctttuu 

fiJNaHC0 3 7K*fK"CS5fej^U, Mg S0 4 tffcM, M 

(CHCl 3 /MeOH=10/l) TiffiKfU B&ffi 
7C*#« ( C 30 H 44 N 2 0 • HC 1 
ff*fi : C, 74. 00 ;H, 9.36 ;N, 
HfMfi 73. 83 9. 34 

«#«f* (FAB-MS) m/z 

17 8 

1->>^p/s^^-6- [1- ( 1 -^^/KT-fe^- 



i) 6-v/^P^V;I/-5-x^t*- b 

[>fb3 0 4] 

^^^^"^^ 

(5. 32g, 1 2 mmo 1 ) &THF (10 
0ml) KlMfcU US thy^A fc^ (hy^ 
D/l^) T;FTH F*g?{£ (24ml, 24 mm 
ol) «r«TU 10#IH8£#bfc o v-^n-^vvW? 
/^i/T/i^ft K (1. 12g, lOmmo 1) SriP 
Al 58#IW«#Lfco 1SJ ittKSrJDi. CHC1 3 
•cttfflU «afpft«*-ei**L. Mgso 4 -eK», 

MESffiU M^MeOH (10 0ml) IC*#U 

s«t^ (imi) srjp*.2 4i»mHnu»aiaiELfc. 

ft, ttJEAIBU CHCi 3 ^fflb *aa«. Mgs 



4mmol) % Et 3 N (0. 09g, 0. 85mmo 

1) Sr*Dx.3 0Kft#bfeo i£flE«*su a«E*rvy* 

#A'*yJ*>!wy7yy 4 — (Ac OE t/^^ls 

= 1/2) TWSlU 

0 . 1 8 g (58%) #fc e 

1 H-NMR(CDC1 3 , 400MHz) 6 : 0. 8-1. 8(m, 26H) , 2. 6(m, 1H), 
2. 9-3. 2 (m, 5H) , 3. 8 (m, 1H) , 4. 15 (s, 2H) , 4. 7 (m, 1H) , 7. 3- 
7. 6 (m, 4H) , 7. 77 (d, J=7. 8Hz, 1H) , 7. 87 (d, J=7. 3Hz, 1H) , 7. 
99 (d, J=7. 8Hz, 1H) 

vi) 1- (v^ n^^f^f;l/r^/) -6- [1 

- (1— ry^^T-te^) t°-<y s^v-4 — r^] — 

[ft3 0 3] 




v) -e#fcft^ (0. 18g, 0. 3 3mmol)£- 
E t OH (8m 1 ) fc*#U MMM (1ml) £}ST 
U -^»^bfc 0 ttEMRU *Hft^»«:0. 16 

g (^*^j) mc 0 

^-NMRCCDgOD, 400MHz) 6 :0. 8-1. 8(m, 26H), 2. 7(m, 1H), 2. 

8 (m, 2H) , 2. 9-3. 1 (m, 3H) , 3. 9 (m, 1H) , 4. 2 (m, 2H) , 4. 7 (m, 1 

H) , 7. 3-7. 6 (m, 4H) , 7. 80 (d, J=8. 3Hz, 1H) , 7. 89 (m, 1H) , 7. 9 

9(d, J=7. 8Hz, 1H) 
• 0. 1 H z O LT) 
5.75 ;C1, 7.28 
5. 50 7. 48 

: 4 4 9 (M + H) + 

o 4 -eis«u wewhu mm^>yijy/^y^ 

a7^77^- (AcOEt/^fy=l/9) ~e 

MHHU MfiiijKttHritlfttVitri. 73 g (8 
2. 3%) #fc 0 

1 H-NMR (CDC1 3 , 400MHz) 5 : 1. 0-2. 4 (m, 17H), 3. 67 (s, 3H), 
5. 1-5. 3 (ra, 2H) 

i i) 6- {*/9v^*isjV) ^^n^^^A- 
[ft30 5] 

"COOMe 

7 3 g , 8 . 2 3 mm o 1) S: 
_ . _ , _ w .^^U 5%'<yWJ*mm 
(0. 2 0g) SrJSPi, SM^lJELfc. mi£*M2: 
U Mffi^^JES^Sb, IfeWt)^LTfIfc^^ 
1 . 7 3 g »fc. 

1 H-NMR (CDC1 3 , 400MHz) 6 : 0. 8-1. 8(m, 19H), 2. 30(t, J=7. 
8Hz, 2H),3.66(s,3H) 
i i i) 6- (S/^n-^^i//U) 
[ft3 0 6] 




i) -?»fc<b 

Me OH (5 0ml) lC 
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OH 



i i) TWfcfb^ttSr^a^/l^-^/l/ (2 0ml) 
*g#?U LiAlH 4 (0. 3 7 g, 9. 8 2mmo 
1) SriDx.1 8l*in»J*Ufc 0 Tk^T, 

y-^***&Jn*T*#u ****** u intiifc* 

«ffi»*§U mm**/}) %>f)V*7J±tw Y?77 4 
— (AcOEt/^ty=l/4) -CfitSHU 
*«iUr*H{b'&«Srl. 03g (44. 5%) # 

1 H-NMR (CDC1 3 , 400MHz) 6 :0. 8-1. 8(m, 22H), 3. 7(m, 2H) 
iv) 1- [N- (t -yh*i/*/\'tf~/l') — N — 

[1- (l --^^^/ur-fe^/w) exyi;y-4-^;v 
pt^vv] r ^ y] -6- (i/^D^^v;i/) ^^^>- 

[ft3 0 7] 




*6ffc:*-*iJ- y A' ( 1 - 42g, 11. 2 mm o 1 ) £ C 
H 2 C1 2 (3 0ml) tS»U -7 8tttat, D 
MSO (1. 75g, 22. 4mmol) ^tPx.15^ 
HUM* Lfc 0 . 6 - (V* n^*->yU) — -/U 

(1. 03g, 5. 5 9 mmo 1 ) OCH 2 C 1 2 (1 0 
ml) M^lTl, l«PM»i^bfeo Et 3 N (3. 
4g, 3 3. 5mmol) J:M, SMIll^H 

mni^tco *sr*p*., cHci 3 -e»au lafq^m* 

MgS0 4 -C8iU ttBESttU 
Wt 9 *MMCH 2 C1 2 (3 0ml) fcljg*¥U 4 
— T ^ 1 - (1 -^^A'Tir^vi') tf^U 

(1. 5 8g, 5. 6mmo 1 ) SrJnx. 1 ^f|ffl«i$ 
L/t 0 «EEfi«gU »MeOH (3 0ml) SrflD 

KS##Hfi (FAB -MS) m/z : 

HJfc« 17 9 

AMP Af t ^I^iAMP A^S*. *5J;T/N 
MDASSfr-f^-^^^/mUffPflB^ffflffSrB 1 a s 
c h k e b<Djjfe (Proc. Natl. Acad. Sci. USA, 90,6 
528-6532(1993) L"t\ ^T^SIl-tTo fc 0 T 

D*WLfcW«IMSK:, 7 y MBpoly(A)*RNA (rfclg; C 
L0NTECH*±®{> MBJ:9»ttlb*:tO) 
ALn penicillin (10000 U/ml) -streptomycin (10 mg/m 
DISS (f^tfc*!) £^frMBS (Ca 2 *^) U 19 

Wy^ra^- rt-e^b)to AMPAUir^^— mm 

AM P A?--* 

AMPA g -a»ff^ffl <P»g : H7n- 
^^IC, Ringer^ (AMPA^ : 90 mM NaCl, 1 mM KC1, 1 
0 mM HEPES, 1. 7 mM MgCl 2 , 0. 1 mM CaCl 2 , pH 7. 6) 



Z_ s N a B H 4 (0. 3 2g, 8. 4 mm o 1 ) £r*D 
Xl4ftriai$tft 0 *Sr*Px. ScJEESffiU CHCl 
3 TttttiU fi»NaHC0 3 7k»»-eifiil«, MgSO 

(CHCl 3 /MeOH=10/l) t? 
»«U «fe»«4fc«T2- 2 3 g#fc 0 *tt«««rCH 
2 C1 2 (30ml) (HflMfU (Boc) 2 0 (1. 6 
3g, 7. 46mmol) , Et 3 N (1. Og, 9. 
9 4mmo 1) SrJP* 1 bfc c «EE»iHgU ft 

S^V!)i/W7A^D"7h^77^- (AcOEt 
/^ih>'=2/3) tftll, «fi»«»iLtffli 

1 . 9 9 g (65%) #fc 0 
X H-NMR (CDCI3, 400MHz) 6 : 0. 8-1. 9 (m, 26H) , 2. 6 (m, 1H) , 
2. 9-3. 2 (m, 5H) , 3. 8 (m, 1H) , 4. 16 (s, 2H) , 4. 7 (m, 1H) , 7. 3- 
7. 6(m, 4H), 7. 77 (d, J=8. 3Hz, 1H), 7. 87 (d, J=7. 3Hz, 1H), 7. 
98 (m, 1H) 

v) 1 — -st ci^^rvvi— 6 - [1- (1— t7f;v>T 
ir^vw) tv<y ^y-4->f;M^7^/] 

Mb 3 0 8] 




i v ) -e»fejb-&» ( 1 . 9 9 g , 3 . 6 3 mm o 1 ) 
£:EtOH (2 0ml) fcJWIIU **Hfc (1ml) Sr 

*tu 1 smrmw^o u tm\&m* 

1 . 7 7 g #t 0 

1 H-NMR (CD3OD, 400MHz) 6 : 0. 8-2. 0 (m, 26H) , 2. 7 (m, 1H) , 2. 
8 (m, 2H) , 2. 9-3. 2 (m, 3H) , 4. 0 (m, 1H) , 4. 2 (m, 2H) , 4. 6 (m, 1 
H) , 7. 3-7. 6 (m, 4H) , 7. 80 (d, J=7. 8Hz, 1H) , 7. 88 (d, J=7. 3H 
z, 1H),7. 99 (d, J=7. 8Hz, 1H) 
4 4 9 (M+H) + 

*mm mm* mi /&) l?c 0 2#(B# 7 

#^~>^300mM (v-^-eftJS) «&*T<Ofc<Dfc:«J9# 
x.> 30#RflSffi b3to ^rOBRlCAMPAU-fe^^— tfM*-:/ 

»3»MIH-ei^RJ«SrlB»Lfc«»^ *8fc««r#>f:= 

v& (3oom m) b&&^<Dh<o[cw<9mz., mmz 

(A) ttkft&ftT-e<D&m<D±%i! (B) b*l£ 
8U «M*:<OAIIPAg*fls:a»f^fflSr*«>fc. 

Ringer^ (NMDAffi : 98 mM NaCl, 1 mM KC1, 1 
5 mM HEPES, 2. 0 mM BaCl 2 , 0.1 mM CaCl 2 , pH 7.6) £ 
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5300/zMNMDA (RBItfcK) 1 10 nU?V i/> (f^tfc 
St) M©t(D|:SD9»t, 30»IKiafflUfc o ^<£>K 

fl»$t£300 mM NMDAirlO mM^P ^V't^^ 
<7>fcO^§]!9#i, lRj«*C30»WiafflUfc o moat? 

#T^<£«»0;*:#£ (E) iS:Jt«U ^ftccDNMDAg 

frfeoi^a P *^#*JSTX-3 (ftftttllES) (3 mM) 
^^-^g? (300 mM) &^trifc£jS/B Lfc e ^COB* 



#Si8ttAMPASSft:Sr^ Ufc. fc O t Lfc G 3mMcDJSTX-3 
tC^5»SJ^^Ca 2 ^ilt4AMPA§SffO100%«]M<t^ 
fttt, |ft*IC±Sjqi«*fcJSTX-3fcSt+a«»fI-Xf* 

£&SJ^ [%] = (A-B/A-C) X100 

fl)*J^ [%] = { 1- (E/D) } X100 
&?-**Mztt1rZ > mmi£& ( I C 5 OH) k*<Dft 
(NMD A/ AMP A) 1 ^^i~ 0 JSTX-3, 
&U<N A S fcjfctfc U*»«fk^ftliAMPAft^ 

311 AM P A§§^^yft^Mtt 

U£l] 





1 C 5 O 
( AM P A) 
C/i M) 


I C 5 O 
( N M DA) 
M) 


NMDA/AMPA 


1 


0 . 


2 5 


1 


3 


. 6 


5 


4 . 5 


4 


o . 


7 1 


1 


2 


. 4 


1 


6 . 9 


7 


0 . 


3 7 




7 


. 4 


2 


0 . 0 


2 O 


0 . 


3 5 


4 


8 


. 9 


1 4 


O . O 


2 8 


0 . 


9 6 




8 


. 3 


8 . 6 0 


3 0 


0 . 


2 5 


9 0 


3 6 0 


4 4 


o . 


7 3 


1 


4 


. 7 


2 


O . 2 


4 5 


1 . 


1 0 




5 


. 6 


5 . 1 


4 8 


0 . 


7 4 


4 1 


5 


5 . 4 


6 9 


o . 


2 7 


1 6 


5 


9 . 3 


7 O 


1 . 


7 0 


5 O 


3 


5 . 3 


7 7 


1 . 


5 0 




9 


. 5 


6 . 3 


7 8 


0 . 


7 2 




7 


. 6 


1 


0 . 6 


8 O 


0 . 


7 7 




3 


. 9 


5 . 1 


8 4 


0 . 


1 7 




2 


. 0 


1 


1 . 8 


1 O 8 


0 . 


2 8 


1 


7 


. 8 


6 


4 . 3 


15 1 


0 . 


5 Q 


1 3 


2 


3 . 2 


J S T X — 3 


0 . 


2 8 


0 




9 8 


3 . 5 


N A S 


0 . 


6 9 


0 




4 4 


0 


. 6 4 



18 0 

T3mg/kg (bolus) S#Lfc e * EP^tt Lfc: <b<£> 

jR«»lltlffi<Pft*gflS (mmHg) 



Wt, 3mg/kg (bolus) IS^bfCo ifcrajWJtaJEtf)* 
«JtaJB£ K*t1- 5 f£»* s K t A/ if ft ^ r £ b 



NAS 



5 4. 8 * 



1 

3 
5 



+ 11.0 
+ 13. 0 
+ 5. 0 
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6 


+ 2. 


0 + 


7 


+ 18. 


0 


8 


+ 14. 


0 


1 0 


- 1 . 


0 


1 1 


+ 7. 


0 


1 2 


-3. 


0 


1 3 


+ 7. 


0 


1 4 


- 1 . 


0 


1 5 


+ 2 0. 


0 


1 6 


+ 16. 


0 


1 7 


+ 2 0. 


0 


1 8 


+ 10. 


0 


1 9 


+ 11. 


0 


2 0 


+ 16. 


0 


2 3 


+ 13. 


0 


2 4 


+ 8. 


0 


2 6 


+ 11. 


0 


2 7 


+ 5. 


0 


2 8 


- 1 . 


0 


2 9 


- 5. 


0 


3 3 


+ 9. 


0 


3 5 


+ 9. 


0 


3 8 


+ 10. 


0 


4 0 


+ 8. 


0 


4 2 


+ 11. 


0 


4 3 


+ 18. 


0 


4 4 


+ 10. 


0 


4 7 


-4. 


0 


4 8 


+ 9. 


0 


4 9 


+ 10. 


0 


5 0 


+ 10. 


0 


5 1 


+ 7 . 


0 


5 2 


+ 7 . 


0 


5 3 


+ 14. 


0 


5 5 


+ 2. 


0 


5 6 


- 4 . 


0 


5 7 


+ 11. 


0 


5 8 


+ 7 . 


0 


5 9 


+ 7 . 


0 


6 0 


0. 


0 


6 1 


+ 1 . 


0 


6 2 


+ 8. 


0 


6 3 


- 3. 


0 


6 5 


+ 16. 


0 


6 7 


+ 5. 


0 


6 9 


+ 4. 


0 


7 0 


+ 3. 


0 


7 1 


+ 9. 


0 


7 3 


- 6. 


0 


7 5 


+ 8. 


0 
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7 6 


+ 5. 


0 


7 7 


+ 15. 


0 


7 8 


+ 12. 


0 


7 9 


+ 13. 


0 


8 0 


+ 8. 


0 


8 1 


- 1 2. 


0 


8 2 


+ 19. 


0 


9 3 


+ 5. 


0 


10 4 


+ 16. 


0 


10 6 


+ 1 . 


0 


10 7 


+ 11. 


0 


10 8 


+ 8. 


0 


10 9 


- 5. 


0 


111 


+ 19. 


0 


112 


+ 7. 


0 


114 


+ 9. 


0 


116 


+ 2 0. 


0 


12 0 


- 7. 


0 


12 1 


+ 4. 


0 


12 2 


- 9. 


0 


12 3 


+ 2. 


0 


12 4 


- 8. 


0 


13 5 


+ 11. 


0 


13 7 


+ 10. 


0 


14 1 


+ 4. 


0 


14 2 


+ 7. 


0 


14 3 


- 3. 


0 


14 4 


- 1 0. 


0 


14 5 


+ 11. 


0 


14 6 


+ 6. 


0 


14 8 


+ 12. 


0 


14 9 


+ 11. 


0 


15 1 


- 2. 


0 


15 2 


+ 3. 


0 


15 3 


+ 5. 


0 


15 4 


- 2. 


0 


15 8 


+ 12. 


0 


15 9 


+ 15. 


0 


16 1 


+ 2. 


0 


16 2 


-3. 


0 


16 3 


+ 4. 


0 


16 4 


-8. 


0 


16 5 


-6. 


0 


16 7 


- 1 0. 


0 


16 9 


- 1 . 


0 


17 0 


-4. 


0 


17 1 


+ 8. 


0 


17 2 


- 6. 


0 


17 3 


- 7. 


0 
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mmm isi 

#m55~70 g (10H^) ^^X$^S^ffi^^fc 0 i^5> 

©iM&tetiia (23±2t:) , mm. (55±5%) , 12mm 

SHHflM^A- (7:00~19:00) SSTtafL, tMo± 
IC2.5, 5*5 i mo mg/2ml/kgi^5 J: 5K:jg«PU X 

ft, JKiSffciU jgjfa??«IJifEii[^. 2, 4, 6i«mtt<B9H 
EIJK^rtSf-S-Lfc. 10j^<D*^*X$<DgfbflR&l.5* 
halothane, N 2 0 700 inl/min, 0 2 300 ml/minCDSiAffS 

fe, !> y^SWilRfcHiSU 5#|lfl$SiSih£:A 

A^f^ 5 H I (C^.-^-^X5 Sri. 5% halothane, N 2 0 700 
ml/min, 0 2 300 ml/min<Z>KAf&irF-e®r^U FtSSrlt 

3£6SflJS» flfc-fr* (mg/Ke, 4 IS) 



~3BR5, 1 0%ftett«>Jvi'-vy ySE-CiULfc. -t 
<D^L JH*»6»JBSr*tf3 u>V0inffi0rSI::ijO9tUU 

#Srffr£Lfc. ?SSCAl^ro^0. 5 mm*g(E>£##ig 

{ (iSHCAl^ffiJO. 5 mnii|»lcO^#:*Bfla^c) X2+ (fgJfCAl 
SfflJO.5 nmiffi©£#i!WJI&#X2 } / 2 

(3t3) . 
[f£3] 



1 


1 O 


17 8 


2 7 


5 


7 1 


4 9 


1 O 


6 3 


7 1 


1 O 


8 8 


7 9 


1 O 


4 3 


113 


1 O 


2 1 


114 


1 O 


4 5 


12 1 


5 


4 1 


15 4 


1 O 


8 7 



(51) Int. CI. 7 WS'JIB^ F I 

A 6 1 K 31/4545 A 6 1 K 31/4545 

31/5377 31/5377 

A 6 1 P 25/14 A 6 1 P 25/14 

25/16 25/16 

25/28 25/28 

C 0 7 D 401/06 C O 7 D 401/06 

401/14 401/14 

405/12 405/12 

409/14 409/14 

413/06 413/06 

413/12 413/12 

413/14 413/14 

417/12 417/12 
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F 9 — J* 4C054 AA02 CC04 CC08 DD01 EEOl 

FF03 FF16 

4C063 AAOl AA03 BBOl BB04 BB07 

BB08 BB09 CC10 CC14 CC25 

CC26 CC51 CC54 CC62 CC78 

CC79 CC81 CC92 DD03 DD06 
DDIO 

4C086 AA02 AA03 BC21 BC28 BC38 

BC39 BC68 BC73 BC82 GA02 

GA07 GA08 GA09 GAIO GA12 

MAOl MA04 NA14 ZA02 ZA15 
ZA16 
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